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(57) Abstract: A compound represented by the formula (I) [wherein R represents an optionally substituted hydrocarbon group or 
optionally substituted heterocyclic group; p is 0, 1, or 2, provided that when p is 2, then the R's may be the same or different; R 1 
represents hydrogen or an optionally substituted hydrocarbon group; R 2 represents an optionally substituted aromatic group; ring A 
represents an optionally substituted monocyclic aromatic ring or optionally substituted bicyclic aromatic fused ring; X 1 represents 
oxygen or sulfur, X 2 represents a bond, oxygen, or -S(0)n- (n is 0, I, or 2); Y represents a bond, oxygen, -S(0)m-, -C(=0)-N(R 3 )-, 
or -N(R 3 )-C(=0)- (R 3 represents hydrogen, an optionally substituted hydrocarbon group, or an optionally substituted heterocyclic 
group and m is 0, 1, or 2); M\ M 2 , and M 3 may be the same or different and each independently represents a bond or an optionally 
substituted divalent aliphatic hydrocarbon group; and M 4 represents an optionally substituted divalent aliphatic hydrocarbon group] 
or a salt of the compound. They are useful as a preventive/therapeutic agent for abnormal lipid metabolism, arteriosclerotic diseases, 
secondary diseases thereof, diabetes, etc. 
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giX&?J*U pf*CK l£*ite2&^U p ^ 2T-&5l§-a\ «-R»*|Rj-*fe« 

I^JWMfcttttltllK^Sr^U X 2 Wtffrfr^ SBWKMfctt-S (O) n- 
(£^T% n»*0, l*fc«2Sr^i-) *r*U Yttf**^ BteWJtff* -S (O) 
m - N -c (=0) — N (R 3 ) -*fc:tt-N (R 3 ) -C (=0) - (R 3 

SSr^U m|±, 0, l**:H:2«r5%-t-) Sr^U M l > M 2 *3«fct*M 3 tt, ■* 
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^;W'>y- AitJS^Jj^^tt^^fls: (Peroxisome Prolif 
erator Activated Receptor: P P AR) I j: 1 9 9 0 

> mH^m^m^-r sftu&pvjvggw-e *> s -</^^ y- a ^t^n $ ye 

m*i*ft^Z?>''<*MtVX?Ti-~^yZiritc%m&X~fo'9 ( TNa tur 
e j , 19 9 0*£, 3 4 7, p. 6 4 5) , TOilS*/^^*5«tU« 

fli^ttt^ ^ v xis KttsM^t mmom&m+x-ibz. p p 

ARd&l^TtedtL^-CJ-P PAR a, PPAR6^<t(;PPARv©3l(Ot 

7?^ytfm7££tix\,^z> 0 ppARafijFPiij, ml mm. mit'g. n- 

&mz, P P AR y ti&&&Ht»« *J!§, BUff, MfcMfCZfeKB^LT 

*j . p p a r 8 tetm&m&ft < &m&)\z&$L l-o z. t btix^z. 

^TtKDPPARh^y KXI/t^- (RXR) .ir^^^n-fi^^ 
^J5fcUT«Witfi^O#*toDNAlS«IE*iJ (PPRE) Uffl«l«:fT9. 

PPARafflltt!; zK* ^s<*K!)s<— Wmim (-TEMBO Jo urn 
a I J, 1996 ^15, p. 533 6) bTtfC- I I I OB^SrWJ ( r Journal 
of Clinical InvestigationJ , 1 9 95^ 95. p. 705) Lt hi/^Ut 

y K-y vTytf?i/s*?m.<Dm<k*femzitz> a -ztc. mm. mm. feto. * 
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( r Journal of Biological Chemistry J , 1 9 9 8f, 273. p. 16710). 

y -J* izm&i- £ Mm. 0 £ ?&t> \Z.%m £ -fr 3 ( r Journal of Biological 

Chemistryj , 1 9 9 273, p. 5 6 7 8), PPARftttt MC 

*5V»XTaKA- l5te^SrUCSB©-r5^i:^^$tLTV>S ( I" Journal of 
Biological Chemistryj ,1 9 9 4*£, 269, p. 3 10 12). Z.tlb<D%£ 

h- y ^y -ir y k*«t*** 1 1 t^A+jisftfty #*^^K«:*in**^ 

jfil«t»J|g«liJ*Sr5feS$*5o PPARafEEb^t LTte:7-< 3/7- h^#J<i: b 

ii&mfommiDT&iszTfi/iiitttmmmb vx#mx*$>z z. t h&\z ltv> 

5 0 P P AR a^iftl^ttS^l^ i: bttt, JFFISB i: /W!§"C A TPi 

^<0*l*aprCfc*aMbW y >!MbS:ffl.#1-6Jtt*«^ y/^WioU C P 
2 (uncoupling protein- 2) ^n^rt^m^m VX& 
9 ( TBiochemical and Biophysical Research Communications] , 1 9 9 9^p, 
2 5 7, p. 8 7 9*5^1^ TBiochimica et Biophysica Actaj . 2 0 0 1^, 1 
5 3 0, p. 15) „ 1M«Kl-*3V*-Ct>UCP- 3 (uncoupling p 
r o t e i n-3) &mm^r<b : &&&1bfrX^Z> Z. t ( TFASEB J o 
urnalj, 2001^ 15, p. 83 3), a^/V^r*— tB^jtilt- <fc5 
ttflH*f1Ufl"W y ^«8tefe3fe#f1UB ( TD i a b e t e s J , 2 0 0 1^. 
50, p. 411) tmmiSMo £*>K, PPARalit h *M¥ttffi*IIMS 
K:*5V>T»aU. PPARa^lIlil L-l /3*lJ»tCj:S I L - 6 <£>fgag&«] 
MrSC* ( TNa turej , 1 9 9 8^, 3 9 3, p. 7 9 0) ^, TNF 
-a^I L-l &\Z.£Zda.'gft&LlM1&<DVCAM-l&&&nffl-rZ>Z.k ( Tc 
i r c u 1 a t i o nj , 1 9 9 9¥, 99, p. 3 12 5) Am&£tlX& 9 , 

P PARaf^S3^JiSR-B I (scavenger receptor 
B class I ) *5it^ABCA 1 (ATP binding casse 
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tte transporter Al) <£>^3^3r±#£-£3 C tfcfLlii&thX 
#9 (TCirculationJ x 2 00 0^, 101, p. 241 lfciO 1 
TNature Medicine] , 20 0 1^, 7, p. 53), aUXf 

b ( T Journal of Clinical InvestigationJ „ 200 1#, 108, p. 303), 
lkm='l'X'ro-Jl'&Tftmi>M&X'ZZ> a PPARaWlCi^'J' 
x<D7jzfys—7^(Dfaffi\/^;i'fri&T-tZ>b\<^oWi J &&te£iri ( tb l o o 
dj , 9 3, 1 9 9 9^ p. 2 9 9 1) , jk^k^$r«J-r-5^,i:tCj:oT7 p 

P PAR 6 (PPARjSfeSl^tefc h^NUC I <J:t)^$tt-5) <£>I*)BI£ 

ar 8 te&Mmz&$iisX\,^tiK mzftmmwtem. mm, «T-fcs 0 

U^JgB$-f V* y i'SMBT*** £ £ 2* ( rProceedings of the National Academy 
of Sciences of the United States of AmericaJ , 2 0 0 1 9 8, p . 5 3 
20 0 6) , d b/d b-e!7^{C*5V>-CHDL-Cig^Pf^ffl?r^-r-<i: ( TFEB S 

lettersj , 200 0$, 4 7 3, p. 3 3 3) *m&£HX^Zi 0 Lfc 

25 £fc, ppar 8(D<pmmtey»Tmf&<nMk • iM*R*r<5w*#*Qe>ftT 

( TMolecular and Cellular BiologyJ , 2 0 0 0$, 2 0, p. 5 119 
tsXXf TGliaj, 20 0 1$, 33. p. 191) , $ "btC, PPAR5f£ 
Kl^fi, -e Vxmm%mnm<nMkfemtt-m*7F-f^ t ( rjournal of Biological 
Chemistryj ,1 9 9 9$, 274, p. 21920; fjournal of Biological 
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Chemistry] , 200 0^, 275. p. 38768; I" Journal of Biological 
Chemistryj , 2 00 1^, 2 7 6, p. 3 17 5) ; 5 V h*5j:0t hlHfrffi*ffl 
M<D\JCP-2&J:Xfi\JCP-3&mB:Mi¥R&7r;i-Zt ( f Journal of 
Biological Chemistryj 2 0 0 1 276, p. 1085 3*5j:tf Te n d o 

c r i n o I o g y J , 2001^, 142. p. 4189) ; J58KaE* h ^ 
XtZXZ'gmWBI&ft&ltyffl-fZZ. t ( Tjournal of Biological Chemistryj , 

2 002^, 277, p. 21341) ri^^tl/Cl^So SfclC, P PAR 5 
( Tee 1 1 j , 1 9 9 9f, 99, P- 33 5&&Xf- TProceedings 
of the National Academy of Sciences of the United States of America] , 2 

0 0 1f, 98, p. 2598) , $kW$$<D^fe ( TGenes and Development J , 
1999 13, p. 1561), «ft#»Ute»J:*5^*#K«R^ ( Tjournal 
of Biological Chemistryj , 2000f, 275, p. 8126) v 

%>T-&-?\ ( TGenes and Development. J , 2 0 0 1 ^P, 15, p. 32 

6 3), l^t^ttS 2MTv7V— C o A-£*J&Bt#£<£>ffciJ$P ( r Journal of Biological 
Chemistryj, 1 9 9 9^, 2 7 4, p. 3 5 8 8 1) tmmtZ - timhZfr 

tv>So tfcppARst^iicov^ mm<&mm9 2/1 046 s^<^ 

So 

P PAR v fi««5Hfc<Z> - < <*>3&!&asf|iSE * * - U 

Ttt, ^o^^^^Dj «Z>f^MW«U'C*)S 1 5— r^^-A 1 2 • 

1 4 ^n^^^vi/yjj #p par v<^pMB^y #v K-e*>s»raBtt* s ^"ft 

£*>^, ^r:/y i^i^^^^f^^s-ao-r v*y 
par y y KfiH*«r*ru ^<£>3££ tjjn.*t(sr^fcsv^jig 
usswia^kffiii^jisw-rsw tamm^ti ( rc e 1 u , 1995^, s 

3, p. 8 0 3; Tjournal of Biological Chemistryj , 1 9 9 5^ 270, 
p. 1 2 9 5 3; r journal of Medicinal Chemistryj , 1996^, 39, p. 
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6 5 5) o £?>k, fts, ®t bnmmm&%:<Di%m®m{zpT>ARy&&m.u 

PPARyD^y F(Dffi))Q£.£ iX^(DtgM&W±1-Z) £ t ( Tproceedings of 
the National Academy of Sciences of the United States of AmericaJ , 1 9 
9 7^ 9 4, p. 23 7) , ©-O K;* * v^, 7 =. J 37°ci ~p * V\Z.^M^ tt 
5/^7P^ Kta^lS^PPARv y^Kffitt^o'i: ( I" Journal of 
Biological Chemistry! , 1 9 9 7^ 272, p. 3406) , (Df^tt-f £ ix 
fcy^n77-'^PPAR7 ri s i^3§3i U ^££> y K^JPfd .J: o Tlfc^ll 
-^•-r^it^^ls^PM^ttSC t (TNatureJ, 199 8^ 3 9 1, 
p. 7 9) , ©PPARyy^K^ ^tCiSifcffitelM h*<<^ (TtfF 
-a, I L - 1 0 , IL-6) <DM&&#lfflT 5 :i (TNatureJ , 19 
9 8^ 3 9 1, p. 8 2) t£b*&WWVX\t^5 0 

PPAR^f^^Jt LTfi, 0iJx.l5ffl^glMO 0/6 4 8 7 6-*s<>7 
I^yK SH«0 2/1 4429 l^>7kj' h, @^<&Hf!l& 0 1 / 7 9 
19 7f/^7U 5 'K iMf O 0/2 3 4 4 2f ^y71/-> h« SB&kHfl 
^9 9/4 6 2 3 2*^7Wy K #i2 001-26161 2-*§~&$8, 
^^0 1/9 2 2 0 l^y7Uj/ K S^^f^O 0/7 5 1 0 3-5§v*:/:7 
K iMl0 1/6 0 8 0 7^y7kyh, *S#ffttlR^m2 0 
0 2/0.0 3 7 9 1 1 -f§-f3H&B#, *B#W3!6 3 6 9 0 5 5#PJfcB#, *H4#1* 

mm y Amm2 o o 2/0 02265 mm^mm9 7/2 8i49t 

^7Uy K %m¥f&ttim£:fflMU S 2 0 0 2/0 0 4 2 4 4 1 -^ftB*, @ 
gg^Hif^O 1/0 0 6 0 3f/^7l'y K S^^O 2/1 8 3 5 5^<^ 
~7^V K H^HUHO 2/1 6 3 3 1 7 K H^r^O 2/16 

3 3 2fAV7U^ K 1H«Q 1/1612 0^7Wy H^IB 
^9 7/3 6 5 7 9f^y7l/y hfSlcpgTrc^ttTl/^o- 

^ifi, #fl©K$§9i-r<5 G^e*&M^^G p r 4 o icmmnmmmm-rz 

tz ( TNa t u r e (advance online publication) J , 2 0 03^2^230, 
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PhCHgO 



C1~47/V^X = NR 2 4 R 2 5 « 

cK R 2 4 *5<ttfR 2 5 »4*ivpn«ftScux, ci-4r/u*/vsr*t>i-. ) . 

R 2 2 li****, Cl~87/V*/K ^b^W, C1-47^*V, C 
^47/^, ^HP, NR 2 4 R 2 5 (2*. R 2 4 *5^R 2 5 tt* 
^WHfiU, ciM7;^^t. ) , «>7A>y7;vto>f;v 

R 2 3 ti**J***fcttCl~4TA^/l'«fcU 
X 2 1 »4-N-*fc»±-CH-**fc>U 

x 2 2 *54tfY 2 0 H^ftWSWti^ -o-. -s-ifefcte-NR 2 6 -(S 

* x r 2 6 r4**w^*^«ci-4T/v*/i'«r*t3-r. ) ***>u 

z2 o tf-o-Sfctt-S (O) p' - P' l*fctt2tr**>i-.) 

r 2 ' *sj;tfR 2 8 tt, *MW&*L\*X. *«I«tttCl-47M/H: 
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0 



#5|2pO 1-143856 -f^&tCf* 




X 3 0 it-C (R 3 4 ) =£fcfi-N = . 
Y 3 0 «-C (R 3 4 ) =N-, -N = C (R 3 4 ) — , -C (R 3 4 ) =C (R 
3 4 ) -O-, -S-^7tfi-N (R 3 4 ) 

Z 3 0 «- (CH 2 ) n' O-, - (CH 2 ) n' -S-, - (CH 2 ) n' - 
N (R 3 4 ) -C ( = 0) -N (R 3 4 ) - (CH 2 ) n* S (O) 
- (CH 2 ) n' S0 2 -C (R 3 4 ) =C (R 3 4 ) C = C 

R 3 1 it- (CHR 3 7 ) „ COOR 3 4 , 
n' fi, &:&LTO~5, 

R 3 2 fix > 3*5tLT7K^. teHR7W*/K fiftTA.a**/, {Si&T/l^* 
R 3 3 fi> 

R 32 




W X R 32 
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4#^spo 5-50 7 9 2 0^£#Ulf2 




R« ttCl^>lC87/^/K C3/^LC7^n7/V^K C3fcV^C 
87^=^, C34V>LC87^7«^ C7^tC8 7^7 
C2^tC87;V*/^K *7t}^ ClftV^UC37^, h» 

X< tt, S, O, NR 2 < , -CH=CH-. -CH=N-^fc«-N = CH- 
R 2 « tt, 7^m> C1^1C37M/K 7*=^**:»4-<^/W-C*>«) ; 

Z c (±7K ^ C 1^^C77M/K C3^U7^n7^/K 7^ = 
/K ifcl4Cl4V^tC37^, hU^^o^^K Cl^tC3 7^ 
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X ' e liO. S, SOffcliSOj T'fc«9 ; 
@^§l^0 1/9 3 84 Mitt 




HBR^HSSBO l/l 0 8 4 7*^71^7 Mitt 




mti&m&O 1/2 3 3 5 7f/^7Uy MCI* 




BBR&HUSO 1/8 7 03 8^71/y Mitt 
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n=1, R=CF 3 
n=1, R=N0 2 
n=2, R=CF 3 



m^mm9 9/6 3 9 3^X71/^ MUi 
O 

t!riL]r^L!]r cooH 

<&ffl¥-0 9-221476 




OOH 



Tjournal of Medicinal ChemistryJ % 1 9 9 6¥, 39. p. 363 6t£te 

cr 




g^&fifgO 1/5 3 2 6 7*/<y7l/y MCfS 
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11 

COOH 




'J:m%59 9/1 9 3 0 Of/^7Uy HCfi 

o 2 




s 



4 




Bu-n 



TCHEMCATSJ [online]^ 



(f^V^COOH 



O^x a CHaCMC00H O~0l " 



PPARf^ftlt LT, @^§S^0 2/0 9 2 5 9 0^y7Uy hJCfi^ 
9^»i»f*C3flS, B^PJflO 2/0 8 3 6 1 6^7^ Y\Z.\%*}-*7 xVl 
»Hf0 2/0 9 68 9 3t^y7^^h < BB&k&BS& 0 2 / 0 9 
6 8 9 4f/^7 1/<; K m®£4zffl%&0 2/0 9 6 8 9 5*^71/y h 

wattes* <a«- tfsmmt vxmmx-&>Y). a>o, B^«tf/>/fv>», 
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l£fc. C*l£T-GPR4 036*flcfc^S^^Kteffi*HPT=*=* h#>5 



aewc t > p par &mm up par \mm-r z mm* tcizm&Ktttzmtitz. 

(1) (I) 
(R)P 

[5£* . R figm £ fix v * x t> =fc v >^k7K^S* £ ti/r i^r % £ v 

gtSSr^U pf*0, l£fc»i2&^U p^2ffc5^ «-Rfi|^-*^« 

R 2 t*g&£;ftTV^t£v^#^S£;^U ^Ateg&^tLTVN-tfcJ; 

mmm.^tcnmnw^^v. x 2 te^#> ^M^-*fc«-s (o) n- 

(irt, nttO, l^fcfi 2 5:^1") Sr^U Yf*,M^> ^J^^ -S (O) 
m-. -C (=0) -N (R 3 ) --fcfcfi-N (R 3 ) -C (=0) - (R 3 ft. 

T^mm*. ^ tir v > -c t> <t v ^m<k*mmi£ k. ^mm £ nx ^x i> x v 
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mmtfcm&&7F-fo «s.u m Ytmmm^titi-s (o) m--e&5 

M 1 i*&&mXtetj:<. (2) Y^^#T-fe«5, A>oM' *5«fcl*M 2 Wi:' 

(3) 3- [3- [ [ (2 5-7x^^- 3-7 7=^) * 

/VtH^/U] y~-fr] -2-^n-O-gK 4- [ [ (2-^^-5- 

7x-;U-3-7 7=/V) Tj/Wtf-yU] T^/J'O^yft^ 5- [[4- [ (1 
Z) -2-^/W^^r> / -2-^C2P3if i =/V] 'O'j/^fyu] T ^ 7] -3 -7 3i 
-^-2-^701^/^^, 3- [3- [ [ ( 2 -^/U- 5 -37 
-3-77^) Tj/W/^/V] T^y] 7x-/P] - 2 -7 p a^^*5 e tO J 4 - 
[ [ ( 2 — p< J-jls— =-jV— 2,-7=7 =-M jj/Vtf—jv) T^y] ^<>if 

^wm^^^\ ) ] xmt>ztiz<k&®$.tcte*<Dmm^ftizn®£ti'&5 

-5 MIS (1) ISife^k^ ; 

( 3 ) p & 1 -CfeSStrlS ( 1 ) WM<Dfc&® ; 

(4 ) r 1 ^mm^-xh^mm ( 1 ) fs^o^-g^ : 

(5) R 2 asg&^Tl^TtcU^^/UTfcSiitJiE (1) ^m<Dit^ \ 

(e) mA^gm^ix-cv^rtJiv^^tt^sm-cfcSBuiH (i) ummt-k 

( 7 ) mmi±%mmtfmm&%mmmmmxh z> mtz ( 6 ) mmoit^m •. 

(8) ^^*^^>-^^^fc|i^T>/-/^-C$>SHiJlE (6) fE4fc<7> 

(9) it 
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(554. % £ A * fi £ h lcg& £ tvci vc t> «fc v ^ >-i? >m*7FT) xhZ> itfrfE ( 1 ) 
(10) X 1 «^j^T-#>5Sfl!E (l) JSflWXfr&fc: 

(id x 2 as*s-a^ it^iiscMfcttsoiJiR^-cfcsiWE d) fa*©^ 

(12) Y/6^^^*^«B£H^-Cfc5Hni5 (1) IS«^b-a-^» ; 

(1 3) Yd5-C ( = 0) -N (R 3 ) - (R 3 VtfaMWrf-* g&£*vCl^T 

(14) R 3 *S**JK^, «&£;h/CV*Tt>J:V*7/V*A\ ffiftS-h/CV >T t> 
J:vvr?/i"*7K g^:$tbTV^-C 1 ^)«};v^iy^ctTy^^-/^*fc(ig^^tLTv^-C l {> 

iv^y-^-efc^Buis (i 3) ffl&Dk&m-, 

(l 5) M 1 fcfitm%t:3£i±<nT^*i'i/XhZ>fftfe. (D ffiflWXfr&W ; 

(16) M 1 , M 2 *3£T*M 3 Zth^tm&^X. P3— *fctt»fco-CV^ 

d5T/U^V^ Tfr^~\'^ttteT/l'*c-U>'X3bZ>w}tZ (1) IBft0>4fc4Mfe ; 

(17) X 2 S (O) n- ClCC, nttO, l£fct32 

^r^-r) -c*>9, m 3 Am&£frx\,^xh£^^2ffi<nmffimi%<k*mmxfoz>M 

IE ( i ) refcof ; 

(18) 3fc (I) # 




(I') 



(5*fl», #|B-§-f*Hflfa (1) £ Isl^a^^-T) -CfcSffIS (1) tSMVik&Vo ; 
(19) ^ (I ' ) # 
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r2 -<X r w t 

(^^lE^iifjis (1) &£v(9)tmmmz^-r) x&zmz as) mm 
(20) x 1 tmmm+x&v, x 2 &&%m*&.tin-s (o) n- cic 

"C\ nfiO, 1 ^/^tt2 <Sr^-T) -CfcO, YAS®^^-e*> t) , M» #g&£*L 
-CV^-Cb-fc^C! _ 3 T/W^l^V-Cfcl5.M 2 &&<&^X& t) . M 3 ^^*fc 

T-fcSliulS (19) iESStfMfc-^ ; 

(2 1) M 1 *i«fcim 3 iK *M*ti$i±^X^ m— titHZgiteoXl^XhX 
<, W&ZtiX^^Xb^^T-^^-ChZfflfd. (2 0) td.m<Dit&m; 

(2 2) X 1 i>mmm*X3bQ . X 2 T'fc <9 > Y^^^X'fct), 

M 1 i>m&£frX\,^Xh£l<^n-7'tit'U>X3b<9 . M 2 tiiD^M 3 d^-g^T- 
M 4 *m&£*lX\i^Xh£\<^ : ?l'>X'3bZ>ffim (19) WMuWY&m ; 

(2 3) ^A^S^^n-C^-Ct><tV^^tt^#^S^-Cfc^fa (18) 

(2 4) fit A# 5 Btft £ tvCV «fc I >^ — /Hf^ fcfigtfe £ ttT V t> £ 

^^-^r-^^-y^-r-fe o , ' x 1 asa**Dtfy--e*> 9.x 2 asig^-efc 9 % 
HfH^fcte-s (o) n- (rr-e, nteo, i £fcte2£;^-r) -e#>9> m 

fct>, m 4 a*g&£;h,T^Tt><ti^^i^T-fc5iififa (is) is*^fc^#) ; 

(2 5) StAdSg^$n-CV^-Cb«tV^T^-^ii-Cfc9, X 1 IfiW&Wfrl! 

^u>*fef±g^$t^Tv^r'bJ:v>n-7 p pt 0 ^>-c^>9 . M 2 *5J:z>*M 3 

m 4 ^g^^tLTVN-cbiv^^^u^r-fcagfifs (is) mm<Dit 

&m ; 

(2 6) i£ (I ' ) # 
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(9) kmnm*7F-f) XhZffttZ (18) ti&ntt&to; 
(2 7) Rasg&£;ftTV^T'bcfc^T/u3VK T V —s^td*^? b7/^ 
■C*>9, p^o^^ttl-Cfct), R 1 ^tK*JBR^-C*> 0 , r 2 #g&£*L-tv^ 

ift^JS^-eib 9 , Y^ian^fctt-c (=o) -n (r 3 ) - (rrt, r 
fctM 2 tU-g-fZ) X&V, M l , M z *5«fctfM 8 /4 s . ^M'ntiu-c, m— 

-Cfe^HulB (1) CiMtffrfr*; 
(2 8) Rasg&^n-C^-CfcJ^T/v^K T y — ^SfcriV* nTA^/u 

TV*Tt> J: V^T 5* X 1 ^SHRK^-Cfc 9 » X 2 #»S«fcf* 

-S (O) n- nttO, l*fctt2«r*1-> »K Y*SBteWRiF* 

fctt-C (=0) — N (R 3 ) - R 3 ftfcmBX; TtV^frtLlMT 

^fcfiT/^^>T*fo^, m 4 &T/\s*i'i<'Xhz>mtz (-D mm<Dit^m ■, (2 

9 ) BftlE ( 1 ) ffl&<Dit&®i<D7v Yy V ? ; 

(3 0) Bills ( l ) f5M.<Oik&W£1tl**:<D7'u K?;y^fc**L-Cfc6HEJK ; 
(3 1) bijIE (1) mmfOit-^m^tcMOZfo K7 7mfLt*5irt 
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(3 2) huIE (1) W&<n\\L-%mtLTz.\* : t<Dzf* K^ymiTtt/iStrt 

(33) mth%®&ppAR\zMm^zm!&m%witmmi%mi> l< 
mm. mmmt&&.%hi><te*(Dwt&m, mmm. 2Ltcnmmm*±x~$>z>Bi 

IE (3 2) IE«oW*fcfif&^J ; 

Ztttd. (3 0) IBfc^^M ; 
(3 5) fulE (1) iES^b^Sfcfi^r^n y^i'ttLT'ttSGP 

R4 o%&<mmm®ft\ 

(35) fgg^J ; 

(37) msm. mmmmm, >r k—>*, 

m&m. wmeut. ik&mmm. mit*&, nw&amw. mm, mumm. m 

l"A^— , << I/* V J — ^\ IBJI*«tt*fc«:*<0 W*fcttf&«»-T?*>«attE ( 3 
5 ) fE«G9#J ; 

(38) huIE ( 1 ) td.Wt<Dlk&W£tcte*:<D7'u Y=7 y ?<D&$)m&m%W)m 
tfi^tS i t ?r«i t S^^ftP P A RO^ffi ; 

(39) m& ( i ) um^t^m^tntt^u y m^mzmzimyd 
ks^-ts r t t -tz>mft$t®fr? par \cmr zmmo^vs* t^-tm 

(40) mft$:®&p p AR\zmm^z&m&mmttmmis&i> u< \%^<om. 
mm. wiwmik&mBi>L<itt<DMmm. mmm. &tci-mmm*±X'$>zm 
is o 9) mmnjjm ; 

(4 1) huIE (1) WM.<D\\L-%mittzL\1s.*:<D-7v h'y y ?<n#%)m&m%W}V!> 
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(4 2) WulB (1) E«Ofl2'fr***:tt-t©^o y^<O^M^%Wl^i 
(4 3) BflfB (1) IE^-fb'g'^^« ; eco-7 p cr K7y^O#3b*£»itfLl&$J 

(44) fffis ( i ) lE^^k^^^Ki^r^^o s' ?<D^$>m.*m\Mm 

^4t5rt^tt5i^ ^h-^> T^K-^> 

mmm. itm&m. w*mmt. mmmm-. rmt*&, mmm^mm. 
mats &ifn.mm. iWnjE, nm. j^xv >tsm&mmm. ^fem^m. mm 

(4 5) ^^^PPAR»J»J$rSli^-f-Sfe«)^Hfiia (1) fflfc<Dik&® 

(46) p p a r Km&-r^m.(D^m^ frm%mm*m&irtt 

(47) flgsft^^iiE'b l < itt<Dm&fc. Wiwmit&m&h u < te^vm 

(48) Mft pw^-a^o — hvyy±v F&Tftk 

(49) G P R 4 0 ^^a^^J^^-t-^ fctfXDiuffE ( 1 ) lEtfctf)^ 

(so) ^y^y ^^Hfcawisau jk^i£T^j*fc«« $ mj&imMzm&i- z> 
(si) m'mmmm, t y . r y k-«>^ , 
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r tewm ztix^xh^ ^m<t*mm& fti±w& & *x-cv ^x h x v 'iii£$: 

U < 1 L 1 5 T'feSo 

Tj\s*/\s<Dm-mtemk vxn^mmnk i i o <dt vi^a/, 

'fy^v'/K 1, 1 - vO< ^A-y^vK 2, 2—yy fvl^^/K 3, 3-v> 

mtfbix. *xh&miki~-4<DTfr*/v m^. y^vw »?7k -ry^f 

1 -yn^-zK 2— y°a^<=yK 2 — y ^/U— 1 -ypX-/u, 1 — 
yT 1 — /K 2 -y^n/W 3— 3 -y ^VW— 2 -^s^, 1 

;k 2 --O^-yl^, 3— ^Vt^K 4-^yf3/K 4-y?vu-3 — 
^yf-/l', l-^-fe— yu, 3 — ^3f-fc=./K 5-^=¥ir=/K 1 -^-77-=- 

^-^K 1 -/d t'=yK 2-ynt°x/K 1 -y^=/U, 3- 
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i — 2 -- <^^/K 3 — 4 

! 2-^r^-/K 3 — ^V^/K 4-^->-/K 

n^TvK *s9xi*9<f-*. \Z*/9* [2. 2. 1] — [2. 
2. 2] Or 9 *?-*•> \f>9* [3. 2. 1] Or*?-** Vs9* [3. 2. 2] 
y -,K bT^P [3. 3. l] J -*. t^>* b [4. 2. 1] 
*n [4. 3. 1] 7>S*t£}£-frmfh^ ^X'i>i/9*^^*^»^^\ 

?/9*7J\s*-*(DftmtemtLXte. &##3&V^1 0©^nW= 
/K fliJx^-v^B^^-rV- 1 (*. 3-^B^-r^-l-WVK 2 
-^p^tV-l-^K3-^o^ty- 1 — < bft5„ 

v/^BT/^^=/K^»ii^i^ L-Ctt, ft««4^tlOO^o7A' 
tf^znrvK 0ijx.f*2, ' T/K 2, 4-v-^b^ 
^-^j:^- 1 -J*. 2, 5-'>^B^-9-^ac^- 1— T/^^^»f £>ft 

2_^^ C i^^7 i =/W>^/K 3-V^p^>x=^^^/K v^b^*^/M 
^/K 2-v^B^Mr=vM5vK Z-i/9*^*-t=-** s ?-*> \s9*~-*c 
V/nn^vK */9 *^*i/*7v f/K i/9 *^y^-*^^-*s i/9*^^-* 
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=.yv^°n fcVV, 3 — 7=c zzj^y"a ¥<Df£M%L 7/il>L907i — A-TA^ 

* ; \—f7*jV^*-/V, \—r7^-)V^=f-)V^ 2.—r7=f-)V*=f-)V^ 2-7-7 
^VVjl^vV& 11*1^13 ©^7^7/1/^^ ; ]) H<Dm 

3Sf&8ftl^L 1 0<D7=. =^/\,TAs>T=-A' ; 2- ( 2 — 7" !7 fvU k°=/W t£¥<Dm. 
f!f^C 1 2&VNL-1 3©t7f;U7;V7-- /ufc afj&ttfcrf f>*b<5 0 

^#^-fk7K^s (r y -yu) t L-cii. mmm e &\, n u 1 4 <D^m^t^ 
mm* 03xtf7^=/K t-7^-^ rvhy/K 7^-7-^hy/K r-fe^^w 
=/k t*^3i-y/w/iif^#tf ^tts 0 ^-et»7^^K 1-7-7*-** 2- 

-t-7^/v^^^uv\ ^FSS^bfclSfSf*. ^^(CTk^b^tt-CV^Ttj 

R-?^£*l5 WkTK^Sj f4> b< ^|gc 1 fci^L 1 0 oT^yw 
$c 6 <e v > l 1 4 <e> r y — /K£ if X'fc So 

nm*te£x*mm!%*t>>bmtfh,z>^tijw^& 1 ^^L4f@^-t-5 5-71 
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fy^V. k'y^v^y, fy^v?^ t°7^>\ fcTn— /V, >f$*V— /K t*7 

y y y ^ ^/7 7y, -cwf*7xy, >k 

H-t-na [2, 3-b] ^7^, lH-foat'D S'>\ lH-^?^f 

is, fnjjy, k'y/y-^y, tr-<i>5?^ f^v^ */nfc!>>\ ^-tf-^/v 

*y>\ ^t^fuw^y, ***yys?>, fryy-yy, <<s*vy^ 
ifcvNL3ffi<B'>ny>-jj!c*- cal 7^ &m. Jim. a *mfc 

|it^ni:^^l^^6©7^v (01 **vK 7pf;K 

y ym. mm. urn, a^m*^) -c«**ixTv>-c'bJ:v>«m»2*v>u6© 
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T/U-ir^U («, acx-/K 1 /U, 2-^o^<— yU#if) ; 1 &t/^ L 

3i@0^a^>^ (0)J % 7j/^, *gm> ^> 3?3ift<!f) -Cg&£*VCl^T 

^a:/fvK d^VfvK o^^rv'yl-'&if) ; 1 tZ^^X^ZWKDs^&ffy 

m. 7^ mm. Am* ztrnttti xw&ztix^xi>£\<^m&6 

m. y^m. mm. Am. stmtti?) xm^thx^^xtx^^mm 
mmmm m. *-«/k ^yyw *°vi?/K ^-y-^y^K ^r^y/^t*) : 

l/j^L3<@tfVNny:/Zjj^ W. 7<y^ mm. Hm. 3 "Cg&£ 
ixTv^t iv^^#^^m* («, fh7t KD7J/U, ^-/u^y-yK ^ 

sfl^D^y^ (flj, 7yi, mm. nm. 3*m&if) -c-g&£*i/ct,>-c 

t £V\^m!&7&l,>Ll 3(077M^ ^<V>vK 7x^f;K ^y^f-jV 
**f-jVt£}£) ; lfcV>L3fi*>^Ci$ i, >'J!5C* 7yi, mm. HUf. 3 

tei?) xm^inX^^Xh^^^l^^4<DT/^^ (#J. ^vK 
yu x :/ci fcVK ^y^o /vfc if) . ^/v 5 yK 1 L 3 n y ^J^^- (#K 
^m. &m. 3 *m& if) T?«BI$ixTvvcfcj:v>#m#2fc^L8G> 
Ti^yK *5«fctfl #^L3l@<Z>^P'7 , VJ! J ?- :7s>m. mm. Am. 3 <>M 
&if) -eg&^JvCV^Tt «tv>«*»l ft^L8 0*yu*-yi^biiJm-5g& 

g^y£fcf*^g&£nTv^ct>J:^Tsy ,t^v; lftv^u 
3i^oyyg^ 7^, ti, *m. 3 if) -c-gm^n-c^T 

kJ:v\^m&2&^L8(Z>:r^yi' ; lt£\i^3m<0^utfyJB&- (M. 7-yi, 
ti, Am. stmtef) T'g^$tt-c^/^-Ct«tv^^^l/iV^L8<D^y^^n 
yW; i«:^L3i^D^^ (0il > 7y^ Jim. 3?m#i?) -CS 

&£*l/C^-Ct><fcV^?mgt 1 4V^L8©^7^= ; 1 /j^LS^tfV^nf/^ 

jjr^ yym. mm. Am. Btmtex) xm^tix^x^x^mmmi 

&^L4cDTyu3-yu (ffl. > ^/"K ai^vK 7*of;K 77*0 fcVu&if) "C* 
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j #>5 v *r±^«fc3JvC v *T \ «fc v * J ; l *v 3 m<o^ a ? M. 

7 7*, 3****) -Cra3ftTV*TfcJ:V****2fc^ 

7 y*, A*, 3***« TMI»**trv^*»J:V^«»2*V^U5© 

T^s^t^i/ («, 7y^ (allyl) *o?vM-*v\ 2 

/M-^v-ftif) ; lftV^l3i©^oyylf (01 7*y*, 3 ? 
iifftif) Tf«£HTvvrt>J:v\ft3Mfc7*v*ui 3©77^t^v (#1 

l/£V^U3i^P7->^ (0>J> 7?*, H3t> 3 f*4« 

*l-ci^-c*> J:v^**» lftv^e o7/v*;vf* (flU * ^Arf-* . 

-fxx 4 VZfti tf/u^*, b y ^ if) ; l fcv> b 3 

ft if) ; DiV^LaiO^Py^ (W, 7yl 3***fcif) 

^^ /V ^ fJ . g) . ^*y ; y /£ if##tf fett, #* u < tt^e^I 
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is? n^^r-^V*/V/^=/K ^Ph=/K ^<>yV/K — n^V-f/K 

Rx^tstiz^t7kmmiz.tinMmmmfc&i,x\,^xi>±^mM&k \^x<d* 

y ; y^n fcVb***y ; ; 2-t^>K-l, 3, 

D7/v^^»*t<, g^S^L-Cli, 1) Wf^Wf", 2) l&^U 
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3ffl<D/^o^>'W^■e«*$tt"rv^"CfcJ:v^*«[l^v^b6«>T/^^^ (#k 
j«?7K ji^/K y^tVK -CVT'PtVK h^/Vto^f/^if) ; 3) t 
Kn^>; 4) 1 ft §&(n/^u>fs'W.^- (01 ~7 -yM, 3 
ft if) -C«ft*nxv^-Ct>J:V^3Mklftv^b6©T/i'=*^ 

£ tt-c v *r t> «t i^£ft*3t i ft v n u 4 ©ta^/k i ftv> u 3 iso^oyyi^t 

#?t-r5o R# 2 (ptt2) > *RttK— Ct>, Wotl^t 

r 1 (c*3tt5 rgi<fcaK5fc£j Rte*5»tS t^tK^Sj i:Flirc*>9, 4 1 
^£;h,fcg&£ft^e&£;h'"Cv>-Ct>«fcv\ g^otefifi. e^^ft^S 

-S\ s&£ttH— -T?<>jifto-cvvcfcJ:v\, 

tfmfbti, ^mmmtMrnm tm. rk&vz W4t*x*i wiotu 
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r 2 (c*3Jt-5 r^#^^^sj ttt, Rtc*5tts r^t^sj wioat 
m. ^trntm) ; 2) i/«evNU3^o^ay>-^ («, m^i, 

st^vK :/d fcVK ^y7*o fVK h y * ^/Utj: if) • 3 ) £8R& 6 ft 

V^Ll 4<DTV— /M0"J, -7^—)Vt£g) ;4) 1 L 3 flitfVNex^JB^ (#J % 

v^-C'b.J:v^^^:l^v^U6 0T/^^/^5 L ^- (01k ^f/uftftW &Z#mf 

R 2 iU-Cfi, JhfBl) -5) lft^LSiS^Smg^fveft, 
*T L-C v *x *> i v ^WmW. 6 4 v * b l 4 o^=#^^tK^S L< {i^ai =;u) 
* fete 5 * fete 6 «2r$&tf;Rat£ tff * L < te t° y v?/K 
#«fc«?#3-L<. f-Ct>_hlEl) x 2) *5J:lM) a^iltfi-LS lft^L3<@?> 



X 1 UWJfcllKIf^t. 
X 1 fifife*J!SC^;W*LV\, 
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X 2 nfe&m. m&m*ttte-S (O) n- (ZZ.X\ nfSO, l*fctt2 

x 2 waited |HIIIIK^*fc«JifcJ(tllK-?- (n#0) a«#*LV\ 

Ytt*S£^ -S (O) m-, -C (=0) -N (R 3 ) -*fctt 

-N (R 3 ) -c (=0) - (R 3 f±, zKJMK^ Wft£ivcvvc<bJ:vtfMfc* 

YfcLttt-O- -S-, £fcte-C (=0) -N (R 3 ) - (R 3 ttflWE 

r 3 icjoits r^bjksHSj «, RKi*3»t* r«{k*#sj fcPttfc-e*>?K * 

\,^xh£.^mmmt vxm^tntmmm^^xmm^x^xhx^a «*s 
r 3 icisrts r«*sna£j ft. ri-^h-s mmm&i tmrnx-hv. rk*3 

v^t>J:vvr!>-/nfc£* s *»f *>*u emstucttu i) /^yygiF; 2) 

1 ftv ^ L 3 p ^yif-ctftSlxtv^ t> J: v l^v^l6 ^T^*- 
3) t Ko*^; 4) 1 &V>L 3<@<£>>^n^>'lJS-=p (0>h 7s^ % 



WO 2004/022551 PCT/JP2003/0 11308 

29 

irn^ (mtf^jj^ Mifflin flttftlR^fc*?) 4r£A,WC t> £ < , 
* $ tWtg&Sft L < ti^iif i@c 1 ~ 6 ©7/v^;K ^iSfffc l ~ 6 W7;v 

<b L-cii0iix.^7^ 3r/y>\ *y=*-9-y^ 

y*— yK -OK— /K lH-^yy/-/K lH-fon [2, 3-b] fc'^v 5 

1 h- fc'a o t'y 1 h->t 5 t°y 1 h — r ^ ^/t'7-^ 
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sj &m^x\*^xi>£^m&mt isxm^znK.w:t&mtet'xw&£K<x^xh 

i"&fc>*>> 5£ (i) KfcttSit 



&tLX\i^xh±^2m<Dmmmmk*mm*7Fir 0 

1^120, «t 9 » * u < i ftv^ l 6 o 2fliioJ!gJtej6feK^k***"e*> 

(1) C x _ 2 o 7/^^>(^ L< »±C, _ 6 TV^l^-Wfctf. -CH 2 -, 
-(CH 2 ) 2 ~, -(CH 2 ) 3 -. -(CH 2 ) 4 ~, -(CH 2 ) S -, -(CH 2 ) 6 -. -CH(CH 3 )-, 
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-C(CH 3 ) 2 -, -(CH(CH 3 )) 2 -, -(CH2) 2 C(CH 3 ) 2 - X - (CH^CfOU, - 
CH(CH 2 CH 2 CH 3 )- ; 

(2) C 2 _ 2 o 7VU^~t">'(# : £L<f±C 2 _ 6 T/W^-l^V. mz.tt. -CH 
=CH- N -CH 2 -CH=CH-, -C(CH 3 ) 2 — CH=CH-, -CH 2 -O^CH-CHj -CH 2 
-CH, -CH=CH-, -CH=CH-CH=CH-, -CH=CH~CH 2 -CH 2 -CH 2 -*if) ; 

(3) C 2 _ 2 o T/Mr=UV(#3;L< «C 2 _ 6 TvU3r=^V % 0»J;ifcf N -C 
=C-. -CH 2 -C=C— , -CH 2 -C=C-CH 2 -CH 2 -/«Ci') ; 

!K ^^-Ct, C, _ 6 T/^U^HXXJC 2 _ 6 T^dr^u^tHiftm 

UT 4 IrI — 4fctti|!ioTV^t) =t<x *lr£^ TA^UV, T/W^^l^^fd 

X 2 <bM 3 ^m^fc>-&t UTfi, X 2 iSlft^JW^fctt-S (O) n- (Z 
ZX\ nftO x I4fcl42«:5*i") "0£>9x M 3 # s f§|fe£;JX"CV , '"Cfc .kV^ 2 fifljtf) 



R 2 &£Xf& 
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5t ( i ' ) », ( i 1 ' ) 

KX R y W t r <-> 

(cfevvc, x 1 aqafcJDK^-e&fl, x 2 aufcawst^fctt-s (o) n- 

-C, ntt<K l*fcf4 2Sr^i") "TffcO, Y^S^^-Cfct), M l asg&£*x 

.fcv^ ^i^Xfo 9 (M 3 <!: LTtefi&^ti-C^Tt «fc</^ Ll^h 
St ( I ' ' } leaser, x 1 *flHf W^-C* 9 , x 2 *stt^#-c*> 9 , Y&m 
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mx&<o. x 1 ^jnf^-efcij, x 2 *SjB-&¥t?*> u . vasgfciifji^fcte- 

S (O) n- (w^-C, nfiO, l*'fcl42t:*t) Tfc 9 , M 1 asg&^ttT 
V>T'bJ:^C 1 _ 3 TAs^t \s l/Xth V % M 2 *3j:tm 3 #ig-£-¥T*fc 9 , M 4 #g 

£ixTv*Tt>*v^T^/ug*-e*>*K x 1 75s^^T-fc«9, x 2 tmttx- 



it ( I ' ) ( I ' ' ' ) 




Jia^^tt-CV^tsiv^T^-zHi-efet), X 1 riSBteMK-^-Cib 9 , X 2 ^ 
BBWBiF-Sfctt-S (O) n- (^rT% nfiO, l*fe«2ilr^-r) X 
fct), YtfWtmm*Hfcte-C (=0) — N (R 3 ) - <Z^X\ R 3 Ji. TkHf 
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m&t<D^ m®mt<D%L, ^trnt^m.. mm^t^m\± 

# if W 

^;um. i/a^K, m*&. ^wv», =^^sft, y^=^ 

afeft if * ©aw^f *>n*. 

if LXfcS® (I) fcXflrf-Sft'&fcSrV^. te-£#> (I) ©^oK5y 

^iuxit <(i^#> (i) <dt ^ / d 5 7 vvHkx t/^mk o/u^b^n^b 
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fc'p y v?/l^fvWb, Z';<aJj\sJ-*i/*=?Mk. t e r t -^MtZtltcit 

(I) OzkM^/'iWMb. 7VU*/Wfc, ^Sfcfb, f5 5Sfc 
fb£*L*:{b^ fb-8*^ (I) <ojm&frTf?Mt. h^/Wb, 7 
ustj^Mk. tv^a-owb, if-^->=/Wb, 7-^y/Wb, T?~/Hk. 's*^ 
% ; / frtf-Mk. -rh7tKn^7 =/Wb £ titc^^j: tl ; it 

<&m ( i ) co^^zn^^^ai^xyWb, r s: wtzthtcfc^to (M. ik&m ( i ) 

*7vWfc, v 5 ^ 5: y ^ f/n^f /Kb, fcv-sn^/w^^^^vuai^^/u 
<b, ^ h^^yW^/V^^v^^^/^^T'/Wb, 7* y issu^xT/Wk. (5 

-p<^-2-^-^y- i, v^-4--fyv) ^A-m^x/Wb, 

-fb-g-^i ( i ) (ozfu Ky^^it jejuni 9 9 o^fj mm&vm&i 

(i) ic^bi-5<be>-efco-ct>«fci/\, 

-fb^ (I) l^ffiTC^ (« % 3 H, ,4 C, 3S S, ,2S I#i*) 

-fb^#> (I) te, £&7K4reS>o-ct^ 7Kfp^-Cfeo-cfcJ:VN 0 
fb&fc (I) ^/cfi^rOM (WT, *(c^PJ{b^«tlB&f5i--5w<i:^*)5) 
btetfizx*)^ m%m<to (&L tK -7**, 7yh, -7-*^ $ 
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mmikwmt u-csa^ns. *fc^^c-c, mmm. mmtm. m 

trh— A\ =f^zr^y, a^^is, f**xhV^, ^t/vn^, teg&Jg 
hy^T5:y ;^>\ ^w-xt-p— /k h v^#s— ^7$y,^tb y 
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*5 «fc XJ- 3 AfflUfe 4 -§-*5 J: TJ« 5 ^ ^ffi 1 -S§-*5 J: 2 ^O^fflfe^) , 
^SSfeiji (01 ^nu7^K ^XvteZ) teftfmtfbfrZ. 

•&ym<omm*mb y h y * a, ^y ^y ^-v^ 

#j ; w. &T?m#L »mto&xm* mmftn&m. mi&ftmt 
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mz-it, mama. mx.\zmm w. ?us, &m. . 

(#J. Wyvi-?^^^^ #!/xfl/^!l3-/U6 0 0 0ft 
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3 0D55 (jSa°Di&) , D-A7 7 ^tt) . J* }) yMSi 3 \) -e — S 

=¥s/hRS (|gj«Pp£) , n-A7 7/Wft] > 7* y yU&a^yW • * * 7* U 

JBwct>J:i\, 

r^^m-r b y fr-Ms^f) . (#l> ^/w^'O-, e^^^y, 

^Vi^yur^=— yK ^an^;-;K 7 31 / — yv# if) , ^SgfbflJ 
^hy»7^, ^ytyy, D— v>--h— yK D-yyvt*h— yK ^K**fc 
if) (0!l> ^StK, ^SpU^tK. y ^yyvjfcl?) &>5i^* 

-5. wO^, BffMtCct •y^4t«j?pj -y-y ^m-r hvtJ*. m&tt bv> 
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i^T% iiftlSt*ittlt WitfW'f K05t»#: (SIT, ROR 
i»iai"5wti s *>S) a (GenBank Accession No. L14611) » ROR0 (GenBank 
Accession No. L14160) , ROR 7 (GenBank Accession No. U16997) ;Rev 
- e r b a. (GenBank Accession No. M24898) x R e v - e r b 0 (GenBank 
Accession No. L31785) ; E RR a (GenBank Accession No. X51416) , ERR 
/3 (GenBank Accession No. X51417) ; Ft z-FI a (GenBank Accession 
No. S65876) Jtz-FI /3 (GenBank Access ion No. M81385) ; T I x (GenBank 
Accession No. S77482) ; GCN F (GenBank Accession No. U14666) 

**-mfrm$:®&£ u-cf*, myttf^y^ kxmf* osit* rxr£»& 

IBl" SC. a (GenBank Accession No. X52773) , RXR/3 (GenBank 

Accession No. M84820) , RXRy (GenBank Accession No. U38480) ; COU 
Pa (GenBank Accession No. X12795) , COUP/3 (GenBank Accession No. 
M64497) , COUPy (GenBank Accession No. X12794) ; T R 2 a (GenBank 
Accession No. M29960) „ T R 2 0 (GenBank Accession No. L27586) ; ^.itii 
HN F 4 a (GenBank Accession No. X76930) , HN F 4 y (GenBank Accession 
No. Z49826) ft btl&o 

^fnltfrSS^ifCli, mtf-tfELfcl/^'T KXS8# (RXR 
a. RXR0£fcl*RXRv) t. ^/-f KAS*ff («T, RARiB&IBi" 
5;iJS^5) a (GenBank Accession No. X06614) . RAR/3 (GenBank Accession 
No. Y00291) , RARv (GenBank Accession No. M24857) iW*/^^ 
(£JLT, TRfci&IEi"5wi:A J *>5) a (GenBank Accession No. M24748) % 
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TRfl (GenBank Accession No. M26747) ;f^$>D§fft (VDR) (GenBank 
Accession No. J03258) ; ^^^y-y- A*gfit3iJj&^tt§:^# (£AT> PPA 
RtmiS.-tZ>Zt&3b5) a (GenBank Accession No. L02932) , PPAR/3 (P 
PAR 5 ) (GenBank Accession No. U10375) „ PPAR7 (GenBank Accession 
No. L40904) ; LXR a (GenBank Accession No. U22662) x LXR/3 (GenBank 
Accession No. U14534) ;FXR (GenBank Accession No. U18374) ; MB 6 7 
(GenBank Accession No. L29263) ; ONR (GenBank Accession No. X75163) ; 
joit^NURa (GenBank Accession No. L13740) „ NURi3 (GenBank Accession 
No. X75918) , NURy (GenBank Accession No. U12767) frbMt£tl& 1 M<0 

*&w<Dfc<&mte. iisLyti^^y^ KBiiS^^otpr-t, 

J*mffiMfc&*k%:&ft (PPARo, PPAR/3 (PPAR5) . P PAR y) 
b i y*/l>T=*=-X b) , T bt.tclt.UftT b 

^^mw t tw&i- -m^m^mw rxr^ppar s 

MtfL-tZ^ n -mWm^tmW; RXRa^PPARvt^Mt^fDli 

.tot, *&w<oit&mi*. ^^**isy-j±mfefflfc<&& ! &®tey#^v r t 
if) izM-rzf-m&xmismMk Lx&mx$>z> 0 

*J8W«3^b^tt, ?%i&mv#?^'<? (HDL) -=» u^xn— A*jMqf1sffl& 
m-tZ-Jf, (LDL) -^u^xo-A-iSTflMB^-f-S^ 
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tfrb. skmtmmmtmmi (HDL-nwrn-^/i3^fp-/n 

xioo] *r±#$***»c*0^. Jk^f hU^y-t^ KteTttUfl fc*-*"*. 
^jL,*55M©-fk^f*»!«*«^ ^K^^^ (HDL) -a l/^xn-yv±#^k 

i&a^y^x^ (ldd -3^fn-/nsm hy^ytyKttT*ii 

^=r, !>^s ty*A t h^) ^flHifiL^E, *K*LDL- 

L-=i I^t^p -/Wfo.^ tt^f^ tlfrb ± C 3 ttJRWt:tt^ A*J XXtttibOtit 

&fa m^tis 7Tv-j±mhmm<kM. &&>btisw.m. ^ 

fem>bm^<oimmwiwmmm. mAtfmmm^m (ptca) 

>bffim.m. mfcm#<D&to&>b&&. jkw^Mkmz^teWimmfcfa m®m& 

#*#SMia£» Ufa Ta n g i e r ^Wf&**5J: WB&J-W-5i LT^S. 
*^PJ^k^Wis LDL-3 l/^fn-/HST^fflW5^HDL-3 

jfrt^A-fitt <#J*tf> w&ttowffljiuteftw k 0* strnmn 

»Jte©ilf|li«iMi-S«0±llft«t±«»-C«)*. l^xn-A- 
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iSMmimZ-btlZZ b&n&Z*lX\,*Z (Lancet, 33 9, pll54 
(1 9 9 2) ) „ Ltc&oX. *^^b^|iLDL-^W*^n-yU$fcliV 

mt uri** mmmte&$.mm&. mz-&&m. m&mj&m. m¥-±&m, 
*tz]&mmm&!i!L f gmm. m*-n. ptca (m^^m^tm) &^vz'< 

n— yV^Sftg{±J^{Eii^tL6 (Current Opinion in Lipidology 4 : 3 9 2-4 0 

o) <dx\ T^a-j*&wjmmikm<Dfem&£ri^mcmi-Zo *<o&&i^tmi 

mmmmm (chd) , Knm.sk. mxmm. mM.m^misxxf^m^m^m 

^m<Dit^(o%ii<DmmtLXHDi.(DinM<t^micm<i< i><o&&z> 0 sk 
^(DmnmmtmtLD l <t <o h^^\cHr>nz^mm^£ox^K> . **:h 

D L l'f±, LD L Ogfe<t/«£ <b*^T*^ C5fl§Mig^{b^^i"S^#J^fc 

5 (Current Opinion in Lipidology 4 : 392 — 400, Current Opinion in 
Lipidology 5:354 — 364), 

LDLCiSEDRF (^*^?1feaia^-) 0^^ir»Ra#^gSt\ 
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(Current Opinion in Lipidology 5 : 354 — 36 4) 0 

ht. ftikfem&£xjM:<Dm&fc> fflx-i*. mmmm (chd) , mm^ 

/iot^^ HDLIiapoJ (clusterin) 0>**r V TXlbZ (Current Opinion 
in Lipidology 4 : 3 9 2-4 0 0) „ *BM©M©lfll+HD L-3 U^fn 
-/v±#fNSa><b%x.-C, *ISW^b^ttW»Sf. ^*5i^ffF^^Of&3l5*3 

hdlii m^T*^?•5v^^*ii5ll^^<t*^-Jfel : rtMfla (ec) -^iBirtft*^ 

>HBJ&©ii»&iEillU *fcHDLI±fe h 1> W^WliJiSrffiJti - * (Current 
Opinion in Lipidology 3 : 222-22 6) „ *&W<Dik&tote!k t PHD L- 
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E3H££{£ii-t"<5 (Current Opinion in Lipidology 3 : 222-226) „ % 

m&x\ xn^^mt^. os «? mmm^mm t <»wm -e«. ( 1 ) 

WStm (IfJx.H 7ntU'^en;^l« vfg) , ( 2 ) ^«M>@qi«j|tl (#J 
*lHE, 7t;d-/H|) . (3) T^i^Tr^^I iiSH mz-ti. o^/w 

* # ^«jo , c 4 ) 7^*?*? ^» 1 mmmi&mm 

▼ wynxt^ry^, iss?f77°y/^) , (5) ^a-v^-m^m (#j;t 

m&hz^^uTizm^zmmkf&*&t>itx&-!3--t-z r <t s„ r <d*§ 

ryir^h, x^tny/j:^), T5: p-T KjBM£ • ^Pl#^(^Jx.f^ JT-52 
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^LY-374973/<£^y tfBWW, fc^fiSIB-1848& 2?h 

T ^ * K 0 ^Pl*^ W *- tf * PTI-00703^BETABL0C (AN-1792) if) * £ <Z> 

fe*t£o 

(x7t-!7^FOY) . ^>;Ht7 7^^y h (7-fr>0 . '^^yy 
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y-tyw b'&Lm&mmm&i&m-rz. lEmit&mx^hmmskmm^ 

VLDL sftSjfiiff A*BteA» ^©^77^-^7^ ^-<— * ^ytt7 — 

ife^^B5f&iEm : ssmmmmjtm w- b y ^y ^ 

/v->?7A, ?/i>7tV ^Z^i/VA (7-7r!)y) , XaM3£) , tin.te.mM 
M i®U t PA, ^udf^— t?) , fetJfiL/htem C0»k T^fy^, ^7^yk" 

-7VUv?V) , v'P^^y^ (^I^-yU) , GPIIb/IIIaftj5t|j£ (t^T'u) ) ; 
SifcWitSRDI: ^u^T-fefA, ^37^, 8B33Sfe3J ; 

*&W<Dik'&V0<D& (b\Z*jmtem&t UABCAlmtfc«LXR (liver 
X receptor) a 0>JB3Dt3itc£-3'< tO^feS, ^/M-3r>y— A*t56£!Jj&^t£ 
SW^lb^fiA BCAlmtfcliLXRa (DSgm^jtif-T 5 £ t &&bilX\,^ 
5 (Nat. Med. , 7, p53 (2001), Proc. Natl. Aca 
d. Sci. U. S. A. , 98, p5306 (2 0 0 1), Mo 1 . Cel l, 
7, pl61 (200 1), Mo 1 . Endocrinol., 14, p741 
(2 0 0 0) ) „ ABCAltt, 4ftrtld#ftf57/Kie (®L apoAI, apoAII/«C^) 

^Ttfvtfmti m. nmmv hdd iMtsitia^ ^jsa^ 
tots tut =* u^xd— Mt s —^m<Di&\,^m^hmti&£Hz> 0 -r 

^Jxf±*<6HDLjfiL^ ; *^v?-/V (Tangier) *S ; Mtb/Ufc£& (#K $fc 
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& n) ; fflummmtm. bmsjit ; ffflasE ***£-0he •. &m&& ; Hfeit ; 
mb&b ; wmsas* ; mmmmmm. ; duitt**)** am ; he* •. mmm& 

m. (cerebrotendinous xanthomatosis : CTX) ; TfeJfcft^ifc ; Jfo.WEEJ¥ ; 4 — 
mUU tfrXZZo mm a « N ABCAlmRNA^B^. £ * 5 - t & X # 5 It , 

t ^x&mxhZo 

*&mt&®n±, m*.&&mm w* is***, 2 a***, «*b***3» 
<&hd LjkjE, *«i«jiBjfiuEW 0>^b& • tmm ;-<^*y ^mm&mm ^ 

!J VJggttif f£#J I W*SB^£ C I GT (Impaired Glucose Tolerance) ] 

(D^m • f&^>J ; feiuqwaf^^e>***5^<o^mqiWJi: vxm^z^t 

***<0¥U£»Pfco^-Ctt:. 19 9 9 ^K: 0****^**6)^*^^2 
*&) #1 26rag/d 1 £Lt, 7 5 glP^K^tftW (7 5 gOGTT) 

2&fffim (BmsSsLm^n^v^^— *M£) ^2oomg/d itui, is&B#jfo. 



WO 2004/022551 PCT/JP2003/O113O8 

49 

mm. (wm&Lmz&rtzy^^-^mm i s 2oomg/d 1 ^jb^-r 
mc&v &i 1 o mg /d i*iifctt7 5 gip/h^t 

*«HWfc (7 5 gOGTT) 2&ffflm (#»^C*5»tS^ = -^SS) #1 
40mg/dl TtfUfc^-f ttffiJ GE#3!) ffcv r^#Mj t 

*.tc. mfcmvmfemmiz^xi*. 1 9 9 7¥cada (xmmfcffi^) 

frt>, 1 9 9 8¥t:WHO^b, ^fc^J^S^IS^nTl^o 

iU2 6mg/dl*M^ tf>0 % 75g^P^Kl7«SA 
*f§*S* 2 ftlHMK (ffrflRjfcl&K&ttS ^VUa— ^HOmg/dl £(_k 2 
0 0rag/dl*l^Tfti-C$)6. £ AD AtO^lC itLf^ £JgB# 

jfiL«S#[ (#M«fC*3»-t^^/W3-^^) #1 lOmg/d l£Lbl 2 6mg 
/d 1 7fcffi<D&m& I FG (Impaired Fasting Glucose) kV£& 0 — 3Sf, WH 
0<©^^{dJ:ixf^ v ^ I FG (Impaired Fasting Glucose) <75p*> % 75gl 

p7"k ^st^fsifc 2 h^imr: mm&Lmiz&v 5 y^^-^mm & 1 4 0 m g 

/d 1 ^JiSrt'fcSfttHS: I F G (Impaired Fasting Glycemia) 

flfafcttE^fit, I FG (Impaired Fasting Glucose) iockt^IFG (Impaired 
Fasting Glycemia) <D^V5 • mm$\t U"C t>/BV * tbtlZo £ *&W4t&V>) 
it. mfi-M. IftftlBfttt* I FG (Impaired Fasting Glucose) £fcfiIFG 
(Impaired Fasting Glycemia) fat>mfc1?l^(OMM&&JltTZ> ^ t i>X*% 5 0 

m&mt&mt. ^mi&Ti^mtJkmmnmL^m^m^m^n^tzib, mm- 
m&&iz&V2>w>mmikm<D"T'®5 • asmmt \^xm$>xmmx&z> 0 
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<p) „ 4 is* V HfiStttffi«l», ^Kd-ax, m>xv>'to&. 

^wm^m-t. t n f - a &wmmz.&rt z t n f - a 
y*-^> mm^mrn. mmsm&. mm. mm. • n>m&n&m. m. 
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MK^, /hJMttftW , («, m&F0USmto.t£i?) > liikte 

j>*v>i&tfc&&w, ^kLDLi^m y^w^ftweks, 

jfiuBgo^W-ffeSftiflcfefflv^fen-S. 
^«9fc#, - 2^g&*5J:U«i«JRMi#J»ct>fflv^bn-5. 
*589!flflMfett, G P R 4 0 $&&W<D V #V K"C*>*JWttifc iGPR4 0 

*389Hfr&4fotfu "i?LWj^ MZ-tts ^V*. ?yK ^J*x#— % 

-f;*, tyj?, kh*) {CfctLT, iilfcGPR4 0St* 

««6W«|S^**U-CVHS«)-e, GPR4 O£&##M#i-SM»t&<0Wffl53iJ 
*fcttG P R 4 Oft»flc*SH#"f 5J»***:»4«IA©-^Ri • f&SS&lt Lttfflt 5 
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wtm^m, &mmB. mmm, mmmt, m<t*&. is 

mamit. mit*^ eit^B«t#*^<o*Afc*H"* ; MW**&* 

i/&fctm am) mmm&^izfiZo 

8w>-£*r*«\ o . i m*%~ 9 o tt%, iis o . 5 501 
fi£A (6 0 kg) ii:*ruftpw^s#i-a*a-. my>&&t\^xmo. i~ 

1 OOOmg/0> #£L<te#J0. 5-2 0 Omg/ 0 "tf&So ^SSWOMfr&fcKl) 

oar, wffi^Jtu&is-rs) tm^^-cfflv>sri:^-e#So 
(2) ttmammmm t mmm t \z.m\i^xnhM 2 mo$m\<D 
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j*&&x<Dmtif&-5; ( 5 ) *&w<Dmmm&%> t wmm t \z.mm<t\.x 
mbtiz2mnmM<nmtez&^^x<Dm*mz&^x<D&^ mutt. 

i-fbtiz. mmm&KD&s-mte. mm±m\,^btix\,^mm&mmt^xmg.m 

0 1 &<^L 1 0 OM:gWBV\ft,tf«fcV\ 

t h-r>* y >mm ; y ; >^ * ^ w y ; y > 
<D77?*i/bi£iznmmft («, iNs-if) , j^*y^mm& 

W^g?^, GI-2 6 2 5 7 0, JTT-501, MCC-5 55, YM- 4 
40, KRP-2 9 7 V CS-0 11, FK-6 1 4, WO 9 9/585 1 01: 

h\ r-th^Mfs k, ^d^p^u*. i/y^t°yK, ^ytM*-VH\ ;/y 

AlgTKfP^, GLP-1§] , ^^f^^f^ I Vfi«H (#J, NV 
P-DPP-278, PT-10 0^) „ U37^h (#J, CL-3162 
43, SR-58611 - A, UL-TG-3 07, SB-226552, AJ 
-9 6 7 7, BMS- 1 9 6 0 8 5, AZ-40140^) „ T%V >T=t—X 
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x-6-**7T*—wam#^ fivx^sws&m} . sglut 

(sodiu^glucose cotransporter) Pt«#J T-1 09 5*) *ftfmfbin 

y y % x.,*;\,\s*9yh. -^t^'/h, 5tM/^? 
K ^ (SNK-8 6 0) , CT-1 1 2 30 , (#k 

NGF. NT- 3. BDNFf) . #«#*H*«£ • #^«£#J [«, WOO 
1/14 3 7 2IC|B|0=>-p hB7^S4'^WB»lft« > PKCP& 
<F3J («, LY-3 3 3 5 3 1^) , AGEPI^U («, ALT94 6, \fi># 
v?y, f7hW^ N-bai-^^/^Tyy !7-k ^o-r^f K (ALT7 6 

6) , exo-2 2 6^) , mmmm&m mm*> * «««« 

JJ/O^A/, 4 9*X9*>* ZD-4 5 2 2$.tite : i:tlb<D 

tt "J" ^^T^V^fifc»*iaWBI WO 9 7/ 

1 0 2 2 4 fclB*©^*) , t^K^^^7- (flk WO 
9 6/11201) . ^^71/^x**^Hfl!at» (0!U NB-598& if) ^ 

^ p y^_ K ^ 7 ^7-b,^P7^7*7-h^^7^7*7-b, 
^ D7 ^y 5 _ K;? n7^^y^lb7^7-h, 7x;7^7"7-h, 
n7^n^K ^ = 7^7-h, ^y7^7*7-f, p~7^7~K 
^7^7-h, ft7^7-h^W > ACATBWJ m. T^i^r* 
T7* (Avasimibe) , =.? A,*S**4 1 (Eflucimibe) ftif) . Mtf ^fSGWIffli («. 
aU*^-? n 3 U77P-/^WI (01 Ezetimibe, ItlJ^TD 

-^(«, y**^n— /Ksoysterol), # U -/K 7 -oryzanol) * if) 
fcif) , 7"n7"n-^ ^a^B&SfcS&SU /Wnicomol), --try h 
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d — /Wniceritrol) & if) . W =^>- hfec?-/K ifzJS^tf b^-5 0 
/VPlPl (01 U^D^D^ L-27152, AL 0671. NIP-121& if) „ ^ P =- 

io ^M^LTIi, 0yx.«^ttgtiEfSm (01 7^7x^7^, 7 

30 , «y^— £P1#3£ (01 ^y^y^) , 3 3T=f^^h (01 CL 
-3 1 6 24 3, SR- 5 8 6 1 1 -A, UL-TG- 3 0 7, SB-2 2 6 5 
15 5 2, AJ-9 6 7 7, BMS-1 9 608 5, AZ-40 140^) , 

KttAfifettHWIH (01 l^?->\ CNTF (€t£#**&£§SB^) 49C) . =W> 
Xh*c-^T=*-*b (01 V^bV^b. FPL-1 5849^) ^^{f 

^ij^jirbTrt:, mtt*^^wtm (01 ^v^m-rbv>^T^ 

20 -^y^^/u^^A^^n^^) , ^T5?K3RWI (01 ^7 

7^K ^^^ofT^h^) , ft7^K7>7n^j (01 ^tn;7^ 
hy7Af^) , ^^tK^PEWJ (03, 7t^)/7^ K^) , 
25 ^-ifi^/i^^TS KaUKM (01 *BA'*V K>\ p«7/u^K, >f 5 K 
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% tt«£*ft«*iJ (flk ev* y**-v % ^>7->v, **y--M» , 

^-7»Dy, W^-p-T^^ (IL) $0 . = p~--J|nJ«f:H* (0>J> «tt 
Sfcri n=-JM*B*\ ^ y *n7tf3L^4£) ft^iS^lf £>*U fcj&^fc IL-1, 
I L-2, IL-1 2**f«»f — n>f UV\ 

i/^A^y/Vx^y W" h y 17-Mdalteparin sodium)^ if). !7/V7r y ^(01 
7,1,771) V7J y frAfcJf) . tfi b v^t'l/m TlV-H Y u^^(argatroban) 
ft £*) x shtel&f&M (0>K V p ^"7— £ (urokinase) » f- J =*"7-— t? (tisokinase) , 
Ts^TZfy— £ (alteplase) , Trf"?*?*-* if (nateplase) % ^^77—^ 
(monteplaseh /< 5 * (pamiteplase) ftZ) . tivM&m&mm * 

&^-^n fv^ticlopi dine hydrochloride), *SV*#*/— yV(cilostazol). 
-3^.^^ ^ggoi^vK ^<77n^ h y "7 A (beraprost sodium), Mg&iM'tf? 
^V7-h (sarpogrelate hydrochloride) ft if) # i*d s ^tf bfr&o 

^o,^^) C^-Y^-y-— • y-y— ^ (Cancer Research) , ^4 9t, 5935~ 
5 9 3 9 H, 1 9 8 9^) , 7n^fny^ («»^^fn-^Ttf 
— h) Cv 5 ^— 7"^ ' ' $ y — TJA' • ^"V^ p v 5 — (Journal of Clinical 
Oncology) ,*12«, 2 1 3-2 2 51, 1 9 9 4« , t«7T^ K (*J, 
^-y-^-y-^^) , * fhn K°7J^7-kV-/^ 
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{-f])r--< (British Journal of Cancer) % 

1 6 8t, 314-3181, 1 9 9 3^) ; l&M:***^. IGF-1, 

\<^-£mmK%:nm-tz>m*x-&>z>TNF-a. LIF, H-6, t^3^^f 

£ bfc, flf/BHSaiJfc UTtt, ttMSSHEaiSS (ffl, Y-12 8.VX-8 5 3, 
prosaptide^) , fet 5 oH (01 fs?=7 5 >\ T $ }> y ^ y >\ W ^ ^7 $ 
> ^i-CA/^A/^ (flU 7^-hyO^) % Jft^lSllfiflg (0»J, ***SU?--* 
^) , T-fe^/w^ y Is&mW-V tf> K (M, ABT-594^) „ ^> Kir y >-gig#f§ 

(0J, ABT-627^) . ^/T ?y]&t)ii^ltl (01 h^hVUB > 
teH-fiim (#1 ^-/H:*^) , GABA^^^iliM (flU ^■r^^i'SS) % a 

Pf^y=Jrt-^CPI*I (#k LY-333531^) , tft^&m («, *0">S*ST1£\£ 

K-^5>-f«fcai (#J> 7jK^7^y^) , tftigM (R 7;V77^ 

7KfP^, -T>^7 Ko>^-^hy ^a^) x ^tBS^J *^yv N M^v 5 

m-mmmk L>xmmTzzkh*imx'h2> 0 *?->mMk 

LTte, mz-t£, Ty^fyvyi nztt-tz>7 f^-^UM. CETPic*f-r-5 »7 

/3 ? ^ ^ i/MM. mnmrn w^is (PeptorttoDiAPEP-277^ £•> * ^*<^ftii, -y-^r 
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sit. (i) <ow&%m\z^x?mrz. 

*$m<Di\&%>> (i) t-^-c, r 1 3ds**UR^"e&s(k^» (i-i) -w 
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59 




(1-1) 

esc* . r 1 ' nm&ztiT^xbx^mitTkmmz, t<Dm<om^-nmmtm 

*«fe-C»4. te^#> (1-2) «r*P7k^-rsri:tc«tt), *fc<£#> (I-l) £$a 

So 

TVV* y Mill ; h y K4^©7/V* y 4*7^=*^ K ; 

*BMk* y * a. TkUfb-J- ^cMfby f-t ^ttzarr V 

mttzifimf hfr% 0 n»£TS&a&ommm!a.. awr, \\&m (1-2) k*j-l-c 

«Jfi-efc5o *f£L<tt. I£tf>&J3fi«u te^4fc (1-2) {C*fL. ^2~^J5 
013*, ffrfrfcl (1-2) (C*fU ^Jl. 2~^5^*T*$>5„ 

h7k Kn77>, *szcf-/\,^*- <r>\,t£ if <d^— -r/Mg ; 

[Bfe] 

*&m<Dlk&® (I) Kfe^T, Y^-SO B - (mfil £fcte2£^-r) -c 



WO 2004/022551 PCT/JP2003/011308 

60 

hzib&m (i-3) i±. mitt. fc<D*W£l*\££vX&&-tzz.b&'ei$z. 

2 



R 

t 

X 1 — ^(R)p 



x 1 



(R)P (I _ 3) 



*mxn. tt&m ( i - 4 ) *mt-tz> rti^t) ( i - 3 ) £§sB£-r5o 

IH ; N, N- ^ f/V*^A7 5: Kfc if <£>T 5 MR ; a:^ y — /K ^ ^ / —A'* 

SJESia^fl, iiS> «H-50^15 or. L < Itffi- 1 o~m o o°c 
xtbZo W&mm*. M\ $jo. 5~^2 onwcfc-s, 

1&mV>K&m (I) {C*5V>T, X 2 ^-sO„ - (nfil *fcfi2^^-T) 
XhZit&Vl ( I - 5 ) ft, #J «fc o T^-T -5 r i #T*# So 



X 1 ->(R)p O 



A >/ on II 



* ™P (I - 5 ) 
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*mT~a, tt&m ( i - 6 ) zwut-rz z. 1 £ v ( i - 5 ) &t«rr*. 

#ifctiU ^Jx.tfifllEB&{c*3^5{^#J (1-4) frbtt&Va (1-3) —o^m 



[Dfe] 
,2 



C l -^>(R)p + g 



X A — ^(R)p 

(II) (III) 



r 1 — ^ o 



-OOP (i-7) 

#feT?tt\ 4b£^ (II) £<fb-^ (ill) k<DBL&lz.J:9{t&b (1-7) 

ssNb^y ?^7k®fl^-hy ^A^zk^by^ -^A^t^T/^ y^Mzk^b^; 
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& p [5. 4. o] -»f*-7-xw,i:tw^i ; 7km<k#v &m 

-5c Ctbt>^S©^Stt, (II) K*fU »*L<^l-*?l5^a 

i'(Off ; f h 7 1 Kn 77 <r 

KJ£i$fflW\ iifflr, *J0. 5—16 2 OPWfl-C&S. 



[EjSfe] • 

*mM(Dfc&V!> (I) fciSVvC, Y*S-0-*fctt-S--C*5, M l 
$tbTVN"ri5«tV^2fffi<OjJg^^k7KmS-C*)5^^ (1-9) fit, fiSJxtf^<^ 



o 

<V> (IV) 
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*fex-n. Vc&m (v) kik-&%> (iv) b<nRfcK£<oik£yi (1-9) 
-f-So mtfiifIlEDi£(c:fctt5ffr£i& (II) (III) t<DR 

fo\z£Q (1-7) ^M5t-r5^fei:^W^^T-C^n5o 



[Ftt] 

■&&ffi<r>{k&fo (i) tccfcv^ Yjjs-o-*yt»i-s--c*)t), ^om 2 # 



(II-l) (IV-1) 



X "^(R)p d-8) 
^fe-Cfi, •fb^ (II- 1) kik&Vo (iv- 1) ^SJfcKi^fc:^ (1-8) 

tf, Synthesis, pi (19 8 1) fcSE«W>#ifc % fe-5V>li^iX^2pU.^j*tC J: 

9fTfctts 0 -rt£t>*>. ttfcn, mis. ^t&®&£vm.n*m(n&tE 

T^^^^^yiTDtVK T^^/utf^yu^fc'^^:^ 1, 1 ' - 

m^mvi&mmiis <\&&m ui- 1 ) k**u -eixetx, # £ u< 1 5 ^ 
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Kp 7 7 >\ v 5 ^-^^^ HGOx-— "r/vm *M^ X -^DD^ ^ft if 

a&i&^f*, #a- 5 o~#u i" 5 o°c, u< nm- io-i?)ioot 

-?£>3 0 RJES«FWtt. ftO. 5~*&2 0«rWC*a. 

■&$m<n>vc&m (i) wsv^c, y>05-con (r 8 ) - emu ^m^w 




ttmz<k&® (vi) iMki^ (vii) (7? Kfk) ttft^ (i-i 

(D {k£^ (vi) i^«B (vii) b*ffi&#\*m^xjg&ffi&£itz>33it: > fc 
SIM* 

(2) -fk£^ (vi) wKJ&*fe$f2*#^ -fk^ (vii) t&MSKJS 

^-r, (i) *®.w-tz> 0 
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^ h\ 1 -3L=f-/V- 3 - ( 3 - is* 3-;VT 5 J -f a fcJVU) ^/WzK^ 
reikis? ^-J^xfrVfrteifo *) /»WmffiG$*M ; *A>tf=.J*'*M s *v- 

^fe (l) f4ii«as«E4»"Cffv\ ^^^<t LTfi, 09*. tf, N, N-v^3vi/ 

ikfcmm ;rh7tKo77y, ^^rlhv, i?ji?vuai— 7vK£iftf>^~- tvI' 

(vii) ofeEfifi, -fb£^ (vi) (c:*fL-c, o. i~i o^e/i^*, & 
£L<fiO. 3~3^e/^fi-efc5„ 

m&mvmmm*. (vd ic^ut, o. l-io^t, »^u< 

1*0. 3~3^E-^fiT?3i>-5o 

5 K, 1 -^jv- 3 - ( 3 - it* f-A^T ^7"a tVv) j$A,i&*?4 5 KXt*t 
^/hyr^-zK N-fc Kn^>Cli<^^ K, N-k h'a^v'^/W 

±te^itm^mM*mmT$.i'temm<o&m*t±. (vd i^lt, 

0. 1-10^1, ^L<IJ0. 3~3^-/W^*T-fc-5o 
RlSiaflEtt, ii^. -3 0^-1 0 0^CT*$>So Sffil^WWU ilS, 0. 5~ 

6 OB^FflTrfcSo 
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#*fc (2) 

<ffc£^ (VI) <BRj£H4»i3M*£ Uttt, Sfc*l&M&* *^9>T K (01 

•y-vo-y h yr-/-y^f/K 1 - fc Ko^r-W/ h 5 7/-M^f^, 

mmt u-cf*. ma: h y if/v7 5 n-* ^-/w^/v^ y ^> n, n-^ 

ftJUittt ; y ^BteK*^ h y * A* £©T^# 

7f7tFP77y, i^-^-y-V. SfcaL^VVcn— TlVtZW*.— ^/WH ; fWfc= 

-f&g-fc (vii) (oftfflftf*, (vi) xr*-toRJ6tt»t»#K#^o- !~ 
10^1, if$L<IJ0. 3~3^/w^fi-efo5o - 

EOfci&Ste, iI3?> -3 or~l 0 0U-fe5. S*SB#WI»i, ilft* 0. 5- 
2 OI^FdK-fcSo 
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^ >m ; i*8£# y #?ggb>- h y -> ^fzWTfr* v&mmmm. ■, mmt*m* 
v ^tK^^j- h y •> j*te¥<DTsi'*r y &jR£tt7k;ftft •, *iMk* y 

sj&£-t?r, $e>ic{k^i» (vii) tdifc£itz> 0 
itsm (vii) ^ffififi. it&m (vi) xtt-eo^^ffiTk^^^b-c, a« 

EOSi&&li. -3 O^C-l 0 O'CT'fcS. K*&>#raf±, 0. 5~ 

2 o^M-e*>*. 

[H&] 

*mW<D<k-&%) (I) K^T, Y#-N (R 3 .) CO- (0LU 
«*»M 2 irtt-S-t-S) X-2>Zik&m (I-ll)fi, mx.\-m<DjjW;tj:klz£^ 




*3F«fcfiM&&* (VIII) kit&fo (IX) (T'5 KftS) VXik&%) (I- 

1 1) £#5 $„ *«JS«fe»4, «*.«aWBGjfel£*5*t*^* (VI) £ 
(VII) £©SjftK:J:3 (I -10) *ra«WRj££#T-C 

[i -life] [I-2&] 
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(I-12b' ) , (I-12a) &£TI (I-12b) 1*, W*.&W>13& ( I ~ 
1) , (1-2) *^tcJ:o-C^J«-t-5CltAS-Ct5. 



(1-2) 



(R)P 

(X) < XI > 



1-1/ R 
(R)P 



(I-12b') 

H H 



x \_|/ R 8a R 9a J 
(R)P (I-12.M 

<R)P (1-12.) 



(R)P R 

(XII) (XIII) 

X W R 8b R 9b O 



X(R)P (I-12b) 
[5£<K QteP (O) (OR 7 ) 2 STtfiPR 7 3 R? tt#**l~4 

=FvK s e c-^/K t e r t-^/^t') &tz&mm& 1 ~4 W7^^/V 
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• x R 8 b , R 9 ' &£XfR 9 b li, -Ertt^rtUlft^LT, 1^— ^/cfiS^oTV^ 

8 . R8 b R9 a texxfR 9 b K*5tt5 rr/i^/HSj il^*fc«^ 

Mz.ftt'f-sK Jt^/K T'ofc'/K -ry^ntVK -fy^/K sec 

-T^vK t e r t >Vt£Z&^\f e>tt-5„ 

[Xmi a] (1-1 2 a') OSSiJt 

(1-12 a' ) te, (XI) 

(1) (x) (q=pr 7 3 ) frbmmztiz***-?^ !) 

(2) TVl^Uffiy ^Bfe^^^/v (X) (Q=P (O) (OR 7 ) 2 ) frhWi 
Wi tt i g-Hbrner-EminonsSf£? % 

[1*1 l b ] ik&m ( I - 1 2 b ' ) CDglit 
\*&m ( I - 1 2 b ' ) te, fc^4fc (XII) 

(1) ***~£Aig(XIII) (Q = PR 7 3 ) 

(2) 7/w*/wffiy ^&e^t;*-7vWxin) (q=p (o) (or 7 ) 2 ) ;&>£>gf 

W i 1 1 i g-Hor ner-Emroonsix 
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[Ii2 a ] ft£-& ( I -1 2 a ) <7)^5t 

TM 1 a T*#<b*tfcte^ ( I - 1 2 a ' ) <£> "S^^tc LT-fb^ ( I - 
12a) £#5. 

[ii2 b] K&m (i-i 2 b) <D%m 
is i b x~'&bfrfrit-&m ( i - 1 2 b * ) <n-m&&* : &7t\sXtt&m ( i - 

12 b) 

SJ&BtWW: 0 . 5 ftV * b 7 2 B#P^ N # * L < it 1 U 2 4 B#fSJt?fc5o KJfc 

ia^ii-ioo^t)ioot (£ x £L<«-7 o^e>5 ox:) r*tT9 ^<t^-et 
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Afet-m^i lsXm^bthZik&%) ( 1-2) tfiJxWLblBBS:- I jfe 

Bmxmmt^t x^xm^h^it^m (1-4) ^x.«±f5A&. c& 

Djsfe- 1 suet t> mmztiZo 

D&x-mPHkG-yob irxm^hnzit&to (11) 4\ Yas-o--e*>«K m 1 
<^y' \z.mm^zn&&im&<D*'?v>>'X3bz>fc&y!i (11-r ) (F&-e^ 
{k^i lt^^s^-^ ai-i) <k m 1 • <DOHmizmm-r*Mfrt>m 

(II- 1" ) R 8 d5^m^-efc5{k^#)'b^tL-5) f*. 



(xiv) zmTz-tz^tizx 0, (11- 1' ) srasarr 

*a7cs^-e«:, (xiv) icM^xmym^imm^^iAm (#ifcL 
< « 1 ~ 1 0 sa) mm-f-z. mytmt L-ni. 0ijx.tf, TK^b^^m-^- h v * 



[J ft] 




2 



(XIV) 



(Il-IM 
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iRf ZZktfX-Z.&lz. 13 T/P 3 -/HB (#J ^ * / — * y — if) , 
3 0^t> 1 0 OtttT9ii:i s t^5o 

^ (n-2) mx.itTmKm^^'omm^n^o 

(R)P (R)P o (ii)p 

di-i) (xv) (II " 2t) < IJ - 2 > 

£ *LT V t> J: ^ 7 3i — ¥X*1b 5 „ 
[IS1] 

it&to (ii- D tfc-g^ (xv) \Y&m (11-2' ) 

^5!i5t-f--5o #£j&teMfEF&K;fctt^b^ (II- 1) k<k&®> (iv- 1) to 
(xv) tt, i^^o^fe-cM-rsrtds-e#. miRfit l-c^a* 
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[M 2] 



*T£-Cfi, IglfifcM (II- 2' ) ZMftM-tZZ. tlcfc y>^ 
(II-2) Sr3Kigrt-S. *S/^li«HBAifelc:*3^-5^^ (1-2) ojQ7k#fi?K 

.tafl^tt (1-1) <0SB*fcra«fcLTfffc>*i3. 
**J* (II-2) ti^~^^LTmg|*5j:^*t$S[b-rt 3 «J;<. £fc±fB 

Ltcik&m (1-7) <z>KigK:J8vvcfcJ:i\ 
[Life] 



\\Li$m (II- 1) <^*g£££JlftlttSE^&^£Kj&te, tflx-tfE^py^tf) 
4§^tt> (II-l) i:^oy^^J^S^«t«3ffl/\ ^oywtswtb 

tt^oy^fcjWoltfflitt. (II-l) 1 Stlw^LTs lfti^LS^fi-c* 

Eri* h/^v^yu^^/w^-^v-^/cfi^ ^>J*yi^— 
^^-^v-Cfe-5^> te£^(ll-i) fc;*^*=/WldHfc©RJCIcJ:9fTV\ * 

MtK#i (0>J;itf \*ju3H/x/ut}z^ju? p!)K, ^ ^ ay k, 

fc^#>(ll-i) lSiCWLt, l^^5Stt'fe5, ^o^.^^y 




(II-l) 



(V) 
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2. 2] (DAB CO) ft if <D^m&&* 1 <CV> L 1 0 iiS/f^T t> ± 



[M8r] 



2 2 



<R)p (R)p 



(XIV) (VI) 

*«fe-Ctt, Yfc^flfc (XIV ) Sr*D7k4W»i-<5wi»cJ:9. (VI) fc»ifrf 

3 0 ^SJcSfiSWEAfelcfeltS^W (1-2) <om*ftM\z. (1-1) 
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Hfe-emmt&mt Lxm^btizit&vs (viid tien-is^ 

[N-lfe] 



+ R 3 -NH 2 x 1 / 

(R)p (R)P 



(V) (XVI) (VIII) 

**£-c-te. \\&m (v) ^b-g-#> (xvi) ^s^ian, (viid 

iti-«o *SJ^«SfIIBD&^j3ftS^^ (II) kVc&m (III) trosjcst^ 
[N-2 85] 

6 r ^ ~~ x x »• 



(XII) (xvi) (VIII' ) 

^Sfefctffrfr* (xii) <trv^E-=r^fc«ii^r ^> (xvi) 
TcWT^y^^^io-c-fb-a-^ (vnr ) ^#-5^&x*fo-5„ 

&EJ&-VMk&to (XII) icSfrLT, T^^T^^filiSiTS:^ (XVI) &1 
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£*ffc**IK (0Ux.tf^*f-^ if) % 3r#^^k**IS 

AT 5: h\ =f-/V7.;Vfc**/ h\ Tir h - h V /n& if) * if ^ W^^o S 
JCSl^Mtt 0 . 5 Jfev* b 7 2 B#|Hk L <C 1 'fc'' ^L2 4 «NW"C*>5 0 ' SJCSJaS 

(xvi) ri, ifc^©#ifcT?»ifrr* rtrjEfit urt>A# 

[Oifc] 



*Kfctiit&m (X) OQjftsp (O) (OR 7 ) 2 <DmpizM\&to (V ) 
ir-ffr£#> (XVII) J: 9, <fc-&*J (X) OQjJspR 7 3 oatetefiMfc-g- 

<ito (v ) fcYk-fr* (xvni) tnRfofcZ'om&'rzjjmx'jbZo 
Wifrfox-Mt^m (v ) w&m (xvii) (xvni) & 




2 



PR 7 3 (xvii) 

P(OR 7 ) 3 (XVIII) 




(V) 



(X) 
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(tfl^tf^-fe?^ h/u^&if) , H^tt^^ (#J 

^J«Ph1 {4 0. 5 ftl * L 7 2 B#Pfl, £f £ L < fi 1 ^ L 2 4 B^-Cfc 5 0 Ki£ 

\\&m (xvii) *3«tt^ (xvin) fi, &&2&a<Djj&:X'mm-tzz.k&X'Z. m 

1—2 ?feT?M£Mfreq#J £: (XII) m^TmPm^X 

[p?£] 



^j£-Cf4. -fb^ (II- 1") £®Hfc-r5r<tU:<fc ■Mfrfr* (XII) £Mi£-r5„ 
KHMfcKJfttt, fclittfte^ (II- 1 " ) K*f L-CfiMfcSUS: 1 S**V* L20S 

it=.$J± (PCC) % n^^lf y v?=^A (PDC) % ^Vl^/M^C 
*sAsto % K (DCC) <C^«*tf e>Jx*. 




2 



ai-i") 



(XII) 
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;oD*/U/iJf) % ^h^S (#J;ltf. T±h>. t^KsX-^/WY^tl 
if) % ^ D (iili, N. N-^^f/W*/^7^ h\ i?*^ 

S^PaHiQ. 5#V^L4 8B#F^ if* b < ti 1 frV * L 2 4 B^T-feSo KfS 

^{^b^J^aSJ-.t^'Cigliil^b, -80^10 or-etT9 r 

P}fet?J^5mb^i: LT^^-Ste^ (Il-l") 4", R 8 dS7k*lBC-T'-e* 
VMfc#* (n-2) te, 0iJx.«TI2P' jSH:J:9«5t$ns. 
CP' ft] 



r 8 • Visits r®&£*b-c^Tt J:i^b***j te. tulBR 1 t-*5tf5 rfi 

#8rctt, -ffrfr* (xii- D £R 8 8 -Mt£50S£-trr, ftfr* (11-2) & 
JKit-TSo HWfeK:ttv\ KJ^»-l^««r-R^*«tV'»»«+-C, <fr&4fc 

(XII-D tcStLT. R 8 a -MSriaift^t^i^ #*L<»*fci~*J5 i e 




8a 



(XII-1) 



(II-2) 
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d77^ V**^, 5?3c^->uai— T^tHi£<03L— tvH® ; T* hV, 2 

* / lst£g<D4r h I'M ; y ° o □ o > y >f£ £<D^v 

mm ; N, N-v^y f^/t/UA7 ^ K*^©r ^ K3S ; fvWVM^^ Kfc 

{k^tfo (XII- 1) tt % _htBPifcK:J:!Mfr&4& (II- 1' ) £g£fci-5^<k 

rt>iv>2fifi(Djit^^7K^s-cfc'5^^ (vr ) , &t£^ jmxmmt 
^■mt^xm^^in^it^m (xiv) ic&v^-cm 1 jasg&£tL-c<^-c i i><fci>2ti5<D 

JBJ!fi«e«<bic*ai-C*> 9 % ^or 1 0 ^^-Cfc^^^ (VI* ) f*. fclittfT 



[QSfc] • 




2 



(R)p 
(II-l) 

[It 1 - a ] 
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#«rctt. it&m (v) kmm^T>imz&foz j £xfc&® aw ttmtt 
^r>"ft«B (i) fc^we>n*. m^ti^yw^fflttt, 

(V) fc#U »*U<ttl^S^v^L^iiPJ (^L<lil-10Si) T-fc 

$J 0 . 5 ~$J 2 0 NPIBJ"C*>S. 
[X^l-b] 

#8re«u fb&fc (ii- 1) ^>rvW*v^5WJ^ia QS^^-ft 

t^^i (xix) srierrs- *R«?i*iwiBFWc*5rt*as#* (n-D 

m (IV- 1) SrKJSS**-**-*^^ (1-8) <Dt«fefcra«K:U-rt?fc>ft 

So 

*«fet?tt, ^i-a*fcliIil-bT?lim«i (XIX) SrADTk^i-ar* 
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oanTk^Wteis-fk-fr* (i-D <vm&kmm\cvxfit>inz 0 
j mastt&it&to (xiv) (M&x-mmt&mt \*xm^bti&{k&b (xiv ) 

7K**-eife5{b^* (XXI). HXm^m (XIV" ) tt % «;ttfTIBR8tt:J:9»! 
[Rife] 




*k:#lilS^f4*<, »^U<fil 8J^T-C*>9, «ttf^f;K =?vK 
tVK W'y^'ntVK y^/K y^f-zK s e c -^/K t e r t -T^vW 

[xm i ] (xxi) <©si3t 

(XII) 

(1) (xx) (q=pr 7 3 ) ji>p>^#£*i5*;**=?A-r y 

(2) T/V^Hyy^i^f/l' (XX) (Q = P (O) (OR 7 ) 2 ) /&><bP 
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Wi tt ig-Horner-EmmonsfjCJfr 

\^iL<o.it&m (xxi) tmbtiZo ^it^mmi cxsi a] 

SWittigSl^*)'5VMiWittig-Horner-EniinonsSJ^^<t5'fb^-#I (1-1 2 a' ) © 



[ig2] fk-a-^i (xiv" > <D$m 

(XXI) 0-fi^£it^LTft:-£-#> (XIV" ) <M#3 
^&-C'fc-5o ^fStttulE I 8itf> [1*12 a] \Z$>ttZ>\t&m (1-1 2 a' ) O 
Tk^ADtCj;^^^ (I-I2a) (DMmt mMK L-cm?*b5„ 

Djfclc^tt-Mb^ (III) fi. 0iJxttTI5Sjfe(-J; 9$!i3t^tb6o 
[Sft] 

(IV-2) ° (HI) ° 

^-e«;<k^ (iv-2) (D7kmm*f&iMmE^m-tz^biz.±<o, it&® 
(in) $r^-T5 0 *fcfctemmLm\z%>v %>\\&m (ii-d o^s^m 

SE^t^ritiSft^ (V) <^§Sf^£l5]^{;ibTm3*i5 0 

I-lfe^jotj-5^^ (XI) li, #J£tfTI2TfeK:J:t>&£i££ix3o 
[T&] 

^b^VV* 1 - R V M V M V M Y 0Rl 

° H UV-3, ° ° <XI> ° 

^ft-ett, vc&m (iv- 3) ^^b-r^^.t^.kO'fk^ (xi) ^Mit-r5 0 # 
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BLfctemmpmzioi-tzik&m ai-i M ) <omticx^t^fo (xid <Dmmt 
i -2mK#rtzit&® (xiii) « x mz.i*Tmumz£<9§!m£tiZo 

I m2 M 3 m4 OR l + PR7 3 (XVII) 

h w x- 5 T £fc<3 

(III-l) ° P(OR 7 ) 3 (XVIII) 

- R9b -r M V Ml x^ M V 0Rl 

o 

(XIII) 

(xiii) oQtfsp (o) (or 7 ) 2 (Dm&izmk&Va (iii- 
l) (xvii) £tf>®£{c«t 9, (xiii) ©q^pr 7 3 cd4§^ic: 

w^ts** (iii-D t^-^i (xviii) tnBjfciczQmm-rzjTmx'&z. *k 
fotem^.om^rtzik'&m (v ) &4t&v>> (xvm (xvhd t 

&*s N ^JMK^-f^t^ (ill-i) tt, (in) t~^£*u itUiES 

ESfcfc*5»*5te£4fe (IV) , F&lC&ttSfc-^ (IV- 1) , G&fCtSttSte-S- 

4fc (vii) , H&KfcJtt-Sfc-^ (ix) , smzistfzik&yi (iv-2) , isXTfi. 
TmKtertz>ik&y>> (iv- 3) (ctt^^b#«5tt^-cTS:vjfe^*5»t5^#J» 

(XXII) 0iJx.«TIEVfe(cj:«9iJ{^$tL5„ 

(XXIII) ° (XXII) ° 
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JJZfWVmm*. — Y" -tt-O-. -S-, -N (R 3 ) -*/cli-C (= 
O) -O- ({BU J/i'tf-A'&SfttM 3 *<Ote©IB*»W«B 

*8rer±, <ffc£<» (XXIII) O««S*ltt««li-5wi:fcJ:0, (XXII) & 

ffl\/^(otl%>&^ &>lz.\^H TpROTECT I VE GROUPS IN ORG A 
NIC SYNTHESISJ Second Edition (JOHN WI 

ley & sons, inc. ) t£kizmmhz^te3\m£frx^z&mzm 
vasKaaits^-fr* (xxiii) at, x 2 #-o-£fcte-s--efc9. m 3 

^tjPd-^-C^v^-M (XXIII- 1) ttu ^*tfT!EWftfc:J:0»3Sr£*i3. 
[wife] 

(xxiv) x 1 (XXV) 

(xxvi) I S-^VV 11 

I® 2 (XXIII-1) ° 

[sfc»K x 3 tt-o-*fcf4-s-&, m 3 ■ ii«lft$n-cv>xt>J:v^2flli<oiB 

M 3 " lC4o(t5 ^g^$tt-CV>-C^>J:V^2filfi<Ol!i/»gl^k7K^SJ 14, flfJlSM 

[xni] 

-fb^ (XXIV) o*Btt«r««aE^iK*'f«CLfc»cJ:9, ffrfi-tt 
(xxv) Sr«JgrTSo #SfSttWRLifcfcfettMs£4fe (II- D tf>*&S£flfc8t 

[1^2] 
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*£-c-»i s xmix''&btitcik&®> (xxv) kit&m (xxvi) tnRi&izxmk 
&® (xxiii- i) &mm-tz>o *&mmiz. m^mtfi&Dmz.&rtzvc&m (id 
tit^m an) tn&foizx'o d-7) *w&^z*mtmm<DKfo3kWTX' 

wm [1^2] kl*5»* (xxvi) &#s&&<Djj%kx-mzk-tzz.t& 
v^c^ts-ffc^ (xxiii) tut, x 2 &-o-%tL\t- s -x*$>z>it&m 

(XXIII-2) fi, Mxf*TI2Xjfe(C«t tJSIit$n^o 

^m* or 1 

(xxvii) (xxiii-2) 0 

{c%m (xxvii) blt^®) (xxviii) £tf>Ktf;KJ:?Wfc<^ (xxm- 
2) ^Miti-5„ ^SHtfcte, 0iJ^«gfrl5D^{C*5itS^^ (II) b\Y&m (III) 

±mxmz*ortz>ik&® (xxviii) &te4tto(ojomxwm.-rz>^ t 
vmxmwik&mt {.xmi^tiz><k&m (xxiid Kiov>-c, x 2 as-o-* 

tcte-S-X'h<9. M 3 ^^-CfcSfb^ (XXIII-3) fi. ^Jx.«TIEYfe 
(XXIX) (XXIII-3) 0 
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*arm. ic&m (xxix) tit^m (xxx) *^t>®z>%m&fo\z&«)&.fci$i£ 
xvc&m (xxin-3) &m&i~z>o *zLfcnffitzFmz&rtz>ik&v>) ai-D t 
(iv- 1) ^j^^-tir^witciis^fe d-8) (Dumtrnm^^xn 

teis, ±mYmc*srt z<t-£® (xxx) ft, g^^a^fer-^iti-sr.b^-c- 
v&t^ttSfl;^ (xxin) iLtx 2 s^tflvi 4 tfthi-Utt-ehV. m 

(XXIII-4) Sfctttel^ (XXIII-5) ft, ^x.«TIHZ&lCj;«9Siit$tl^o 



R 12 



(KXXI) (XX-1J (xxm-4> R 0 



R 12 



R 13 O 
(XXIII-5) 

[5£4>, M 3 b fi^^fcfi«m$i^•CV^-C'b«tv^2i^EcDflilte^^^b7K^S^^ 
M 3 b izisrtZ ^gm$i^■Cv^-C'bJ;v^2ffi<DM^^7k^SJ ft, bJHEM 
^yy D fcVK y^vW -f y^f/K sec -^vK t e r t -^^/^t'tn 



i 

1 3 l~ 



[Igl] ^-&4fc (XXIII- 4) WjRifi 
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(XXXI) Sr. 

(1) (XX-1) (Q = PR 7 3 ) 

(2) TA-^r/U&J) (XX-1) (Q = P (O) (OR 7 ) 2 ) d>b 
Wi tt ig-Horner-EmmonsisiJ& „ 

JCtoT, -ft:^ (XXIII-4) £#5 e ^S/^fiHtFlE I &<0 [Igl a] ^*5tt 
•5WittigS:^£:$>5V^^iWittig-Horner-EmmonsK^^{- iSfb^'^J (1-1 2 a' ) <7? 

\\L-&m (XX-1) fi, Sft4k%i<D3r8kX*m&i-Z>Zk&X*Z, TfjflKp^ LTtA 

[1^2] ^435 (XXIII- 5) .<pSStf£ 

xM.ix'&bthfz<t-&%> (xxiii-4) (D-m&S&Mjc isXik-g-m (XXIII-5) 

zmzumxioz, *Rj&teffiw. i &<d [1S2 a ] \z.&\-tz>{k&m ( i - 1 2 a • ) 

OTK^JlJD^J; ( I - 1 2 a ) (7)^ t l^^tc: LTtf *xK<5. 

vmz&tfZfc&m (XXIII) tbTX 2 *5£tflV[ 4 aS£fc{cjj£-£#.-e£>«9 > R 

1 *s**is : f--efc t> » a>o, m 3 im&znx^xi>&^2m<Dmffimm<kfcm 

mxhZlt-g-® (XXIII-6) , 3o«fct^ (XXIII) £LTX 2 *s«fc7J<M 4 & 

9, tf>o, R 1 ^TK^Jm^-C^VMb^ (XXIII- 7) W\ mtfTfEAa&KJ; 



[AaSfe] 



Ii1-a 



3a 



CN 




OH 



(XXV) 



(XXXII) 



(XXIII-6) 0 





(XXIV) 



-- m V h v 

(XXIII-7) o 



OR 



10' 
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[Igl-a] 

^?£-c«, \\^m (xxv) tmrn^r^im^Rit^^txit^ (xxxid &m 
it-r-5o *s^«huieq&^ [x@i-a] K&tt*^^ (v) zmm^r^it 

VotBimtsltZZbKXZit&Vo (XIX) <^3t£P^U:LTm?*L5 0 
[X^l-b] 

*&-Cfi, (XXIV) £iXT^tzk3if£V^^5#M®&l-i9^£* 

x{b-^#» (xxxid ^it-r-So *5Lmi*mmFmK&rtz>4t&y>) (ii-d £te 

(IV-l) ^Si^^-^-Sr <t{c:J;6{k^ (1-8) ogatt P^LTtTfr 
[It2] 

*^-ett, xmi-a^fc«xmi-b-e#fc^^ (XXXID ZDQ&frMirZZ 

kizxv^ it&® (xxiii- e) zmm-tZo *H^tttaisAfe^*5tt5^b^ d 
-2) ©jDzK5W»«-«t5^'S'«» (i-D ^>mmtmm^xnt>in^o 

[X@3] 

TM2-mtLiY^m (xxiii- 6) £^*7vWtrf5-<^i:^ ft 
-g-^ (xxiii- 7) Sr®i5ti-5o #SJ&li> £&<k*otf>K^-Cfc t) , «*.tfSfUJK 

ww&mm. (%m %2 2M^iv, 43-5 mt£}fKum$>z>\^*3\ 

W& [Iftl] K^tf-Stt^ (XXIV) , *3j:0«Z?fe{C*3ltS^#> (XXXI) 

5-5, -ft-£4£> (xxiv) (TIEB bm-caXk&m (xxiv- 1) , it&m (xxiv- 
2) ) fc*«twb^i (xxxi) (TlSBb^-co^^i (xxxi -1) , <t&m (xxxi 

-2) ) fc^^iTIBBb*fc«to-C, (XXIII- 8) (Aa8rC»B££ 

tizit&m (xxiii- 6) , {b^fe (xxiii- 7) , zmxwmzti&ik&m (xxm- 

4) „ fc-g-^ (XXIII- 5) ^fefcrttfete^*^-*-) ^b»ijt^tL5„ 
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Z 



(XXIII-8) (XXIV-1) 



I p 13a M J,13a 

(XXXI-1) 0 R -M (XXIV-2) R 



I8U -M^^M 3 * 



il3a 
(XXXI-2) R 



ifSR 1 3 • (c*5jt^ rg^$nr^-ctJ;v^b7K^Sj te, hubs 

[xii] 

te-S-fe (xxiv- 1) j&fcjo^S'fk:^ (xiv) ©^Tcicts-fk^ (ii- 

i) (ommtmm<D^kwrx. \t%m (xxm-8) ^m^i-^zt^^K>mm^ 
[ii2] 

Yk£-#> (xxxi-i) MfELfcP&t^ttste-g^ (ii- i" ) <nmUz.£Z> 
<k&® (xii) co^it<b^^#Tr% (xxiv- i) »t5^t-e$! 

[IS3] 

(xxiv- 2) (i N WIBbfcP' fete *>it Z>ft&m (XII- 1) £R 8 ■ -M 

iosstis^ (ii- 2) <o«astra«^*#T'c,.fk'g-* (xxxi-d * 

CXS4] 

it^m (XXXI-2) fi, iiufBUfcPftK&tf (II- 1 " ) ©fiWk^«t-6 

(xii) oaatBtto^T-c, (xxiv-2) &S£{fci-5 c t vm 
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jmz&ftzit&m (xiv) ax, m 1 ^^#-cfei9, r 1 0 tm^rix 
\,^xh£*<^k7kmmx'h%4k&v>), &tzte. Mmz&rtzik&ya (xiv ) a 

Itmm (%W) %2 4#^^VI, 500-5041, 1-6 0 5 6 

9, Synthesis, 1 2. 1 0 2 71 (1 9 8 3) ft ^fS^fcSV^Iffl £*vO^ 

0ijx^m4)is*^b^j^ M2 4&mm&tims 513-51 7n*tiz 

(I) OR, R\ R 2 % R 3 > S£A % M\ M 2 , M 3 ^tb^*tL^-r5S 
yl, tKDdfi/I, ^/V/Jf-zuS, ^/i^^hS, =**7vK VTVak ^a- 

tJ:v^T5/^o^m^<o^^-J: , 9^'5IBg-efea= 7 5/S^ m*. 
5 K{b, */v*-/Wb> -hny{k, T;v3r/Wfc> TV—Mk. K{k«St 

>fb. *jv*~Mk, T^*Mk, ry— /Wbx 8Mb, ^oyy^KfSia?) 

K^^Wb^tp) , (^) ^^-/Wbx T/w^ y -r Wb, 

^^mw^-e^So /No^vgfro^ #«JfcgE«*KJfcx 
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Zffimb&VMis IMiUTT?/, #/V;#=*S^ kKo^>, *fr*7°bZ 
>vi$—/v (mz-t£. TirfvK ^>vbiv&=- ;vt£}£) N y ^=./u$;U7$—/^ 

(0ijx.fci\ ^^/K :**VU, n-^Pf/K y^o^K n-^/K tert- 
^ a>?SJ*?-&£) > C, _ . (0J;U2> T-fe^/K ^ 

h Kp* t Lttt, WfcWWifeSft-CV^-CfeJ^C, _ 6 T^/v 
(0iJ^.fi, n-^Pf/K ^y^PtVK n-:/5vK tert- 

-?3-/\st£*£) „ 7x=;K C 7 _ , o 77/^^ -O'v^fct*) » C 
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C 7 _ x o T?A'*?fl'***S-* <M*.ti* '<^i?fr**i'#A'#—A' 

SISfi, lftv^4lgg©An^>'lf (^J^Lfi, ig^^, ^ 

m*. 3*mmtti£) > c t _ , x^a- (mtf. n-^ 
\,^btiz>AK m*-ttm. m.m. jstc, mwt. * k?s^ 7x^t k^>\ 

(i) tK ft^jn±{K 3t#Mtt#\ tettut^ mfegimtettevn 
zm&ia*. ^fhh(D^Wh^m(D\t^m ( i ) t Lt^^Jxs ^ <h %>k. 

t^^m^hit-^m (i) ic^^Hs 0 
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1) &wmm&m 

a*, (+) (-) -jb«, (+) - 1 (-> 

2) *7^*7Afe 

ffitZJj&o WZ.&mft? n-^ h^7 7^-©^ ENANT I 0-OVM( h 
— y— ttK) *>5V*tt, y-f-fe/W±$i CH I RAL5/y-X4m?^*7 

—<nm&. CP-Chirasil-DeX CB (S*— aiXXftSD 
^^ar7/^7A^ffiLTMt5. 

3) •777fl'tv-S 

flH4**aittffi«:«J«J BH-i £ K «fc (9 3t^lH4<*:Sr»-5^fe.«lx.»f ^k*4fe( I ) 

ft&mm (m*-tf, MTPA Ca-y h*«>-a- (^7/Wtoyf^) 7^ 
=A*SB . (-) -*>Y**sfm&) tekk£m&-tZZklz£<Q y ^ti? 
th^XT/XstelZtctiiT 5; Kfltf>S?7*^l'3f-^— ##S>*l5o — ^ (I) 
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*ffi&-fZ> 'HiJ:^ tM'ixT 5: KttSfctt^rvWttf^T^T- u*-?— 
tfPPARKHig-r5;£.m UBKftI»S*a£*3J:t«:0«IBS^ 

%m (i) m&mv -^^xy^v—^-tg-ftk hyyy-tyv& 

¥ti,xhm%-v&2> a £<bK, i&mwY&m d) «GPR4o^^tg 
satisfy << v i/#wi&m%&wmmtek*<D^&5$.tzmiiimMt l-c 

«fc 9 RB£ £ ft 5 1> V \ 

^WflMfrtefeWC* SS^7 5 / B^^ t^HStt^t IUPAC-IUB 
Commission on Biochemical Nomenclature!^ «t 5B&#&&VMi^f£#SF(C:fc3tf5> 

Ummi (PPARy-RXRa P-a# y KfStt) 

#^J8 a-C#^iXfcPPAR y : RXRa : 4ERPP/CHO-K1M 
£1 0%^^i^jfeM [7^7f^/OvJ-tt (Life Technologies, Inc.) 
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%St?^J»F 1 2&i& [7^7t^;dv;- (Life Technologies, Inc.) 
— *tt (Corning Coster Corporation) §!L ^2X 1 0 4 cells/well £ t£ -5 

i %mmpF^->hm ^ (bsa) st^i^af 1 2mmt^mt^ 

%H2 0 /iltfcSsAOU 3 7 t(D^^-f y^fa^-^-tft' 1 8 — 2 4B#figig 
*Lfc„ i§ite£efc5&tgL HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAKER 
*±) T'2f&« L*: t' y * it-is 7 . 5 (ftftMmM) * 4 0 u lj^JP L> 8H^«, 
1 4 20 ARVO^f7^^y^- (Multilabel Counter) (17^^^ 
(Wallac) tt) £r/B^T, 7— t?fiH4£«'Jj£L*: 0 











1 


(3) 


2. 8 


5 


(2) 


2. 3 



r<7>j: *mmit&m±. $£titc pparv — rxr a ^n-*^y 

n%fcm2 (P PAR S -RXR a ^T 1 a y Kf£t±) 

##0ij9 a -CHJfSLfc h7^7i^i/ 3 >tf><b 1 8~2 4HIBS<OCOS- 
1 MfcHHIX U 0. l%|gJWSft3F^'7^jfilfllf7'^$^ (BSA) (frftttlig 
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W £-££rDMEMJgtt& 194 'T'r? J n 5?— tfc (Life Technologies, Inc.) §!k 

i/WSIX 1 0 4 cell s/well£#5cfc 7^8 0 /* 1 <5o»SLfc 0 M^X* 
W&ik&VH* 2 0 /x 1 ftftD U 3 7t, 5 %C O 2 fcttT 36-48 8#fOTII L 
fc 0 9 6 17 a/W* 17-Y h y U'— h ct 9 HBSS (HANKS' BALANCED SALT 

SOLUTION) (BIOWHITTAKER*t)-C2^3iRL^k*5/^v 5 >->'LT7. 5 
.^4 0^lttU 1 4 20 ARVOv/kf?^*^^- 

(Multilabel Counter) (!7 7;y>7 (ffallac) tt) Sr^T. ^717-^15 

C*2) 



5 


(9) 


6. 7 


6 


(4) 


7. 4 


6 


(6) 


6. 6 


6 


(24) 


6. 8 


6 


(26) 


5. 6 



w<D«t9l-> *&m<t&&\** ftlfcPPAR5-RXRa ftfclJ 

W»«3 (PPARa — RXRa — -£#y HEH4) 

##0iJ 1 2a T'^JSt fc h7y77s^^3y^tj 1 8~2 48|»COS- 
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1 MS&tEllfc U 0. l%tf>BSA OIBJfttt^) Cfaft) £-£ifDMEMigife 
y^rt J n v?— ?± (Life Technologies, Inc.) ti^iS^. 9 6 

^yU*?^ h^U— h (=— —l/ftiM, ^H) (7)#^zcy^l X10 4 cells 
m<OMf&&8 OfM l^oiitfe, i^tV>T x it&&i&2 0n 3 6-4 

3 7°CX*m&tf*'f>*c^'<-*— C-^Lfc 0 9 6 * :n/U-* h:/ 
l-"- h £ 9 Jgifc£rl&^> HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAKER 
tt)T-2^3KL/cit , '^^v ? -^LT7. 5 (fdftifcffclg) £4 0/i lS&JPU H# 
1 4 2 0 ARVO?/Vf7^ — (Multilabel Counter) (?7 

5/^ (Wallac) *t) Srffi^T, ^>7;c 7— tfStt£$j5g Lfc D 

7t 0 mMk& [^3] (^-To 

C^33 



1 




1 0. 


2 


2 


(1) 


1 0. 


9 


5 


(5) 


1 0. 


1 


6 




9. 


3 


6 


(1) 


8. 


9 


6 


(2) 


9. 


2 



^OJ:5{C, #»3l§{fr£4fett, StlfcPPARa-RXRa — T^n - fiffc'J 
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t HGPR4 0^M$tfcCHO» (No. 104)£3X10 4 B/ 
100ML©W^f^J;5|cf^U Black walled 96- 
well plate (Costar) CI Kfoft 0 1 0 0 n L"f -oft&M, C 
0 2 *&#£§l£-C-!fct&fi L/do iNBiart*/l">5'A»««>aSib«rFL I PR (Mo 
lecular Device) &/B^-C8l5£Lfc. ^Sfcfc^TfcgBttLfco F 
1 uo-3AM (DO J IN) 50/i g^2 UL DMSO (DOJ IN) 
L, $ bfc^SW 2 0 (Molecular Probes) 

105/i LO^I&iejflitSraSanuyt 1 0. 6mLC7yt>f/<y 
77-[HBSS(Invitrogen)lLl! 1M HEPES (pH7. 
4) (DOJIN) &2 0mL®DU /p^>K (Sigma) 7 10mg 
&1N NaOH 5mL|:jffiH«$S)fc±EOHBSS/HEPES»«5m 

L*»*«ft^Lfc»«ti omLSrtRaaLiMi-rs. ] leap*, &yteLm®m&m 

h^SLfe. WJiCOtfr^g^b^, F L I PR fC^»f 

%mm<DmK*m^timmKfctoi&& v , ec 5 0 tt^jraj ufc 0 

G PR 4 0 ^*H-SS:^(*«I«BS3S!5^ 



EC S 0 , nM 



5(8) 0.10 

5(10) 0.8 7 

5(11) 0.58 

6 (4) 0. 1 8 
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6(6) 0.16 
6 (7) 0.2 9 



y V J 2 . 0 



*4 *%w<Di\&m^ @tb^GPR4 Q&®ftffimmftm* 

£XT<D^mi a~l 2 a {Cl|S^t7)it^«|f^ife{± N j&* (Maniatisk, 

. P— — V£\ ColdSpring Harbor Laboratory. 1 9 8 9^F) {CfE^ 

###Jla (thPPARjSeWn-^) 

t h P P AR 5 j&fc+<Df Pflgc DNA OJEfl&l^ QUICK-Clone 

cDNA) Sr^M t U Schmidt, A. 5>*S«^ (Mo 1 . Endocrinol, 6, p 
163 4-1641 (1992)) LTV^ P P AR 8 tt6?0>tt£fi?lfrft*K: 

PARD-U ; 5' -AAC GGT ACC TCA GCC ATG GAG CAG CCT CAG GAG G-3' (IE?iJ#^- : 1 ) 
PARD-L ; 5' -TAA GTC GAC CCG TTA GTA CAT GTC CTT GTA GAT C-3" (gE?lJ#-^- : 2 ) 
£/8 l^fc P C R <fc 9 f?o fc 0 

P C R^ifcttAmpliWax PCR Gem 100 (Mjg) V*fc* y h • * h- (Hot 
Start) m-Qn^tio TmW&b L"Cx 10 x LA PCR Buffer 2 n K 2. 5mM 
dNTP^3 M K 12. 5mM/7^^-^2. 5 /z K 8£@*&©7K 1 0 n 
1 *r«^Lfc. IMfeftib LTfi, Ltt h^BBc DNA (1 n g/m 1 ) 

£ 1 m U 10 x LA PCR Buffer 3/i 1, 2 . 5 mM dNTP 1 ^ K TaKaRa LA 
Taq DNA polymerase (SSig) O. 5 n K 8£0^®7k 2 4. 5/i 1 &g-£-L/c„ 
^$S{ VTcTmmmz AmpliWax PCR Gem 100 (Mat) £ 1 f@Ml U 7 0 *C"e 5 

#p B ^ *«p-c5#w*ya£ % ±mmm*tiQx.p cR<D&fcWiZfflmLti 0 gazm 
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LfctgL 9 5tt*2^WlLfc 0 9 5°Cr*l5#P^. 6 8^2^ 

5H]«SgLf::^ 7 2tT*8^lUc„ #bttfcPCRH 
^»SrT^t3— (1%) ^st&»jU PPARjS^^l. 4kb« 
DNAKfr^^y/^^lfilllXUfc^, pT7Blue-T vector (^i@j£) l^AfS - t \Z 
XQyvXS. KpTBT-hPPAR55:f^iS{Ufc 0 

##0ij2a (t hRXRailfi^^o^V^) 

b hRXRaitfe^^ a— fSB cDNA fgj«&£ : 

QUICK-Clone cDNA) £rilM£ U Mangelsdorf, D. J. £>7W& (Na t u r e, 
345 (627 2), p224-229 (1990)) Itt^RXR a it£^-0> 

XRA-U : 5' -TTA GAA TTC GAC ATG GAC ACC AAA CAT TTC CTG-3' (IS?iJ## : 3 ) 
XRA-L : 5' -CCC CTC GAG CTA AGT CAT TTG GTG CGG CGC CTC-3' (I2?lJ#-f- : 4 ) 

PCRg^ll AmpliWaxPCRGemlOO £/HWc*;y h ' b (Hot 

Start) mX-n^tCo £f\ 10 x LA PCR Buffer 2 nU 2. 5mM dNTP^^3|iK 

i 2. 5^m^-7-m#2. 5 tiummmmfci oui ^m^i^xrmum 

t bfcc £fc, ^St LTt cDNA (1 n g/m 1 ) & 1 » K 10 x LA 

PCR Buffer 3|tl, 2 . 5mM dNTP^ffc 1 juL TaKaRa LA Taq DNA polymerase (^ 
©it) 0. ^®^®7k2 4. 5 /zl^^b-C±®^<i: LfCo 

±IEL^iTS^t-AmpliWax PCR Gem 100 (SfiJft) 4: HBSfc&DU' 7 O'C'C 

^Aofcf a-ySrt-^i/t^ ^ 7- tt, *S) Kirs' 

hbfc^ 9 5 c CT*2^ra^abfCo £<bK:. 9 5ttl5m 6 8tf2^ 
FiSJc£>1r-|';7;u£3 5 0tt«JigLfc8U 7 2t-C8^IU:= 

#^tbytPCR^*T^f«3-^y/V (1%) «ft80KlU RXRaitfc^-£ 
-atrl. 4 k b»DNA^>t5r^/u^iblsmxLfc^, pT7 Blue-T vector (^gi£ 
®i) C#AL, 7"7^U'pTBT-hRXRa^#fc. 
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##fj3a (fc hPPARS, RXRaHSffi^^U'©^!) 

•7*7 * 5 KpMCMVneoO 5 . 6Kb KpnI-SalI#r>T- 1 1 a IS^(07 P 7 * $ 

KpTBT-h PPAR i^hPPAR 5 itfc^fc^tf 1.3k b Kpnl-SallEr^ 
£il*£U :7°7*? KpMCMVn e o-h PPAR 5 ZftmVtc* 

#^j4a (thPPAR5, RXRaMffl/7^5 WD 
^7 * 5 KpMCMVneoO 5.6Kb EcoRI-SallBf >f t ###J 2 a lE^O^^ ^5 K 
pTBT-hRXRa^hRXRailfi^ttPl. 4 k b EcoRI-XhoI$rJf£ig 
}&U /7^$KpMCMVneo-hRXRaMLfc„ 

##0ij5 a (U^-^-7°7^^ F©fER) 

7v/^C o A^'^-^©P P AR^ttti^^ ^ b (PPRE) £ritfD 
NA^Ii, OT©5'*iS!) >8£te^DNA£fflVNTf£©ibfc 0 
PPRE-U : 5' -pTCGACAGGGGACCAGGACAAAGGTCACGTTCGGGAG-3' (iB?IJ#-§- : 5 ) 
PPRE-L : 5' - P TCGACTCCCGAACGTGACCTTTGTCCTGGTCCCCTG-3' (Bfi?lJ#-§- : 6 ) 

*"Tv PPRE-U, PPRE-L^7=- y .^-LfcSL 7*7^^ F 
pBlueScript SK© Sail gB<£K#A Lfc. ^A8frK-<DJ&gIS?y£&^-r5 ^ <t 
9 , P PREtf^^^-MCiSr&Ltf::/^^ KpBSS-PPRE4& 

HS V %. i^l^-^'f' — If* 5 — -vA'^n ^E- — $ — (Thymidine kinase minimum 
promoter) (TK^nf- ) 11^0^ n— = V^fi % p R L — T K vector 
[ITWtt* (Promega) tfcSL *B] &$&Mb L x Luckow, B&*SflK!r (Nuc 1 
eic Acids Res., 15(13), p5490 (1987) LTV* 
5f • (Thymidine kinase) JUk^OT'p^E-— ^— ^i$,(D^^m 

M*&*t£imi,l£7?'('*'— fey h 

TK-U : 5' -CCCAGATCTCCCCAGCGTCTTGTCATTG-3' (gS?lJ#-§- : 7 ) 
TK-L : 5' -TCACCATGGTCAAGCTTTTAAGCGGGTC-3' : 8 ) 

*JBv*fcPCR&lcJ: 9fTofc. 

PCRKJfctt, AmpliWax PCR Gem 100 (3tfB3fi») fcffi^fctfy H * h 
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(Hot Start) jfe^fTofc, £-T\ 10 x LA PCR Buffer 2 2. 5raM dNTP*g 

WL3nU 1 2. 5 f tM/7'f^-^M2. 5/il *SBKStK 1 O/ilSr^UT 
TJf*g;i££bfc e ftiHtpRL-TK vector C^n^tf (Promega) 

Sr 1 ju 1> 10 x LA PCR Buffer 3 »U 2 . 5 mM dNTP^ 1 n b TaKaRa 
LA Taq DNA polymerase (^MitlB!) 0 . 5 n 1, fc£^©zlc 24.5/i 1 bT 

JbfBbfcTif Mf&KlAnipliWax PCR Gem 100 $rH@8sflDU 7 0t 

-C5^, 7k f -C5^M^s ±JijBfR«:»nA.PCR«)R^»SrW»ibfc. R 
»Aofcfa-^t»vy^ ;7 7- ftSSL *H) t£ 

■fcyhbfcll, 9 S'CT^^r^Sbfc 9 5t-C*15m 6 8^ 

#e>^fcPCRS^^r^fn-^y/V' (i%) m^&»u tk^p*-^- 

«r£tM 4 0bWDNAKff>i-?r^7!)^IlI«|RLfc^, pT7 Blue-T vector (^git 

UtTK^Bt- * — SrStfWrtfSr:^:*^ K p G L 3 —Basic vector [^n^ 
# (Promega) ML #S] ^Bglll-NcoI^^^bT^^^ 5 K p G L 3 — 

&btl1f77X^ KpGL 3 — TK^)NheI— XhoI®fJn"4. 9kbf77X^ Kp 
B S S-PPRE4^NheI-Xhol8ff>i-2 0 ObpSrig&Tf 5 ^ b \Z X *) . Zfy^?. 
KpGL3-4ERPP-TK^{^j|S{bfCo ^(OZf^XS. KpGL3-4ERP 
P-TK£BamHI (^JBJgR) TMiOWrbfc&, T4DNA*^7-^ (Mit$!) 

i >)5l5«¥^bLTDNA»f)i-r#fc, — 2u pGFP-Cl 
£Bsu3 6I (NEB) T^Kffb^, T4DNA^^7-f (£@3S$D 
»CJ:0 5fe«l¥WkU 1.6 k btf>DNAtKrJt£r#fc e PiDNAWfiT-SrJtJlSi-S^ 
klZXV, Utf—f—Zfy^^ Kp GL 3-4 ERPP-TK neo£*t^bfc e 

Jf^V^T. Utf—Z—Zf?*^ KpGL 3-4 ERPP-TK neoOPPARjfc 
(PPRE) <7)[6]#£ri£fttt-L-fcUsK— $ — :7*7* 5: KSrfEK 
Lfc. ^7^5 KpGL3-TKOKpnI-NheI^rK'4. 9kb b 7° 7 ^ ^ K 

pBSS-PPRE4<7^KpnI-XbalKlf>i-200bp^5g^i-5 C b iZX V 7? * ^ K 
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P GL3-PPRE4-TK£f^ Lfc e ^7^5 KpGL3-PPRE4-TK 5rBamHI (^igit) X'tyWr Vtz 

T4 dna #v tj-v&te&mmzxQJffivmtirito ^eo-^-e, 

pGFP-Cl(m#^)SrBsu36I (NEB) -CSWfrLfcSL T4 DNA a^y^7- €(£iSii) 
£ 9 5fc«8S¥«HfcU l. 6kb(£DNAllfrtf £#fc 0 M^SriS^-T 5 

7*7^5: KpGL3-PPRE4-TK neoSr^t^Lfc, 

#%fj6a (khPPARvifiWn-=y^) 

t hPPARyiefO^n-^^tt, t#cDNA Oi€#ii£§SL iSio^ : 
QUICK-Clone cDNA) Sr^lt U Greene (Gene Expr. , 4 (4 

-5), p281-299 (199 5)) LTV^ P P AR y gfif ©itSSS?iJ 

PAG-U : 5'-GTG GGT ACC GAA ATG ACC ATG GTT GAC ACA GAG-3' (gB^J#-f- : 9) 
PAG-L : 5' -GGG GTC GAC CAG GAC TCT CTG CTA GTA CAA GTC-3' (gS?lJ#-§- : 1 0 ) 
«r/flV*fcP CRmKX O^ofCo 

PCRR/fcte, AmpliWax PCR Gem 100 (Mat®!) Sr^fc^iy h • X* — h 
(Hot Start) j£-Cffofc„ Si*, 10 X LA PCR Buffer 2 1> 2. 5mM dNTP 
*gf&3/il, 1 2. 5 MM/7/fv-»2. 5mK^^@7K1 0/zl£2g<£L 
Xrmmmt L*: 0 *fc,HSt ttt b.L« cDNA (l n g/ml) !rl 
10 X LA PCR Buffer 3^1, 2 . 5 mM dNTPg£?£ 1 ii 1 , TaKaRa LA Taq DNA polymerase 
(SiB&K) 0. 5 8£®j&S*2 4. 5 /zlfc^LT-kJf L7c e 
±|2UfcT^M^CAmpliWax PCR Gem 100 (M^®!) SrHSS^JPU 70t 
-C5#M, *4>T?5#M«yS«, ±^iSM«r3!nix.PCROSl&?8[S:PS5!Ufc. R 

tyh Lfc&. 9 5 °QTQ 2 #fflMHa Lfc D £ h |C. 9 5 'CT? 1 5 ffrMk 6 8 tf 
2^^f-^^/U«r3 5lsJ|fe9i§Lfcm, 7 2t-C8^TOItfc c 

ftbtltcP CRMVoZTtfu-xV* (1%) S^tfjcftU PPAR7SW 
Sr£tM. 4kb^DNA^f>t^'7*^^IU«IXLfe^, pT7 Blue-T vector (^gi£ 
S£) KUfAU ^U*pTBT-hPPAR 7 ^#fc. 
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#%0ij7a (tFPPARv, RXRo^Siy^U'^) 

7°7*^ KpVgRXR [^yt'hni/xy (Invitrogen) t±$5{. *B] <V7. 
8 k b FspI-NotlBfrK* 1 2 a X-'&btltzZf? **KpTBT-hRXR 
a^RXRafi^mO. 9kb FspI-NotlWrtfSrjgaS U ^7^5 KpV 
gRXR2«Lfc, p VgRXR2^BstXI-ee]»fLfcm> T4DNA 

6.5kbODNA»f)i«:#t. 
#%^J 6 a t?# <bftfc:7*7 ^?FpTBT-hPPARr £Sal IT?«JWf 
Lfc^, T4DNA/K!) ^ 7' — &JB££!) *t«K±«9 5iaa¥»fbUfc. oV> 
•C, KpnI-CW-r-5CtlJl«k«9, 1.4kbOt h P P AR y &£HF$rStrDN A 

^DNAijt^t5rtia !3> ^7^^ Kp VgRXR2-hPPAR 

##0»J8a (fchPPARy. RXR o|§mffl^^ 5 K*5j:t/UJK— ^— ^7 

1 0%^v'li&^Jk?t [9-<7f^yn^--tt (Life Technologies, Inc.) I, 
Tfcffl Sr^tf'^F 1 2igi& 1*74 7f^ / c i^- (Life Technologies, Inc.) 
#B] SrffiV^150cm 2 ■fe/U*A^'-r— 77^3 [3— ^— £b 
(Corning Costar Corporation) JSk tRH] T*£W£-£fcCHO-K 1 0. 
5g/LM)7^-0.2g/L EDTA Ui/^T 5; >-EB^®?) [9"f 

7f^/o v 5 — tfc (Life Technologies, Inc. ) £L *H] &L31K«fc <9 fij^ Lfc^, 
ftBJJSS: PBS (Phosphate-buffered saline) [7^ 7r^ y n tt (Life 
Technologies, Inc.) $¥ % t?J5fc^LT^L^«l (10 0 Orpin, 5 ft) U 

PBSX'^Lfdo 2fcK:* i?—l/s<;ls*)— [/^tyj'Fa (Bio-Rad 
Laboratories) &k #ffl] SrfflV^ TE©*#fc«foT, DNASrM^A 

O^cm^yyo^a^MC, 8 X 1 0 6 i: 7 a 
Tit^ftfc:/?* ? KpVgRXR2-h PPARy 1 On g £###J5 af 
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#b^fc^-^-/7^5 KpGL3-4ERPP-TK neo 10/ig Sr^D 
x_, ®EO. 2 5 k V, ^-r^-^y^ 9 60m FTt'xl/^ KdaKU'— > 3 >L 
tz 0 Z:(D'&. 0%t>i/%3 t JlMffit:'gts'^F 1 28M«!fc»U 2 4B#F«g 

nS*— It (Life Technologies, Inc.) §Sk 3KB] 5:500m g/ml tif^v'i' 
[^yfhn^x^ (Invitrogen) th$g, 3KB] £ 2 5 0 » %/va. 1 tc#3 J; ? 

1 0%«7^J&ieifiLMSr^tP^F 1 2J£Jfc-C!HI»U 1 0 4 jNBJia/m 1 
t ^«C5 <t P I^Lt 9 6 7x^/1/- h |> — - >^ 3— *± (Corning 
Costar Corporation) £L 3KB] KHMLT, 3 7 < Ctf>£tgtff*-r V*^^— * 

#e>n^Kfel^Sr2 4!7 3i^7 B ^-h [ = a-^-ft 
(Corning Costar Corporation) li, 3KB] "Cig*L/t^ 1 0 jtM&ftl^*-^ 
]) **S^<Dm\HzJ:y), /Ui/7*7—i£&mLmm£tiZ>&, PPAR7 : RX 
Ra : 4 ERPP/CHO-K l*ffll&i£r51iRLfc„ 

#%0>j9a (thPPARS, RXRa^l7"7^? Kfeit;^-^-^ 
* 5 Ktf>C O S- 1 SIBJS^CD^A) 

COS-l*ffli!l!^l 5 0 cm 2 -fc/lo&yi^-r — 7 9 * = (=» — — ^tfcfiLifcH) 
IC5X10 6 cells/50m 1 JMU 3 7*C, 5%CO z 3?#T 2 4 B$PQj&* Lfc 0 
h7^7x^i/ 3 y|i!J/K7x^ F75y Wyffoi?xy (Invitrogen) 

d<7ai^h7'^^, 1 0 0 1 <Z>PLUS Reagent, 2. 5 jz g CD pMCMV n e o - 
hPPARS (#%0>J3 aX*ntzh<D) , 2. 5ji g ©pMCMVn e o-h RX 
Ra (#%#14 a -CmtlhV) s 5 m g ©l/#-^-7'7^ 5 Kp G L 3 - 4 E 
R P P - T K neo (###) 5 a Ti#fc t><7>) , 5 u g OpRL-tk a ? 1) (Promega) 
*t§¥, 3KS] £ 5 m l COopti-MEM W^t'hD^y (Invitrogen) t£®L 3KB) 
Kfg-S- UTf^iSl Lfc 0 opti-MEM-eifei^ UcCOS-1 £ffiil&fc:_hlE h7^7x^^ 
a ^-a-fKt 2 0ml <£>opti-MEM£Ss#D U 3 7t, 5%CO z MT> 3 P#Pd3 
*g«Lfc„ & v vC, 0. \%mm&£V 9 s$m7/v-7%\s (BSA) (fOTt^fi 
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m) £-&tfDMEMigi& [7^7f^yo^-|i (Life Technologies, Inc.) & * 
S] ?r2 5mliJPU 3 7^ 5%C0 2 1 8~2 4l*WHIf*L/t. 

##0ijlOa (khPPARoiW^o-sy^ 

t hPPARaitfc^<D*n-->;m % If Hi c D N A (MPE®, QUICK-Clone 
cDNA) £ 8f%Lt U Sher, T. (Biochemistry, 3 2, p55 

9 8-5604 (1993)) L"C^5 P P AR a JSt^O^Sga?lJSr##»-f^$S! 

bfc^9-f -9— fey h 

PAA-U : 5' -AAA GGA TCC CGC GAT GGT GGA CAC AGA AAG CCC-3' (I£?IJ#-^- : 1 
1) 

PAA-L : 5' -CCC GTC GAC TCA GTA CAT GTC CCT GTA GAT CTC-3' (BE?U#-^ : 1 
2) 

&m v p c r x y> n o tc 0 

PCR AmpliWax PCR Gem 100 (^igit) £fflV\fc Kyh-Xf—h 

(Hot Start) JSrCfxofc. Tiiti: LT, 10 x native pfu Buffer 2 K 2. 
5mMdNTP^t3/i K 12. 5/jM ^"7^^— 2 . 5 /x K WMWt'g 
TKl 0// 1 ^il^bfCo JJfi&$C<i: LTf*, Itt hfflicDNA (In 

g /m 1 ) & 1 At 1 x 10 x native pfu Buffer 3/il, 2 . 5 mM dNTP 1 
H 1 % native pfu DNA polymerase (STRATAGENE^t, ^S) 0 . 5 n 1 % 
7K 2 4 . 5/il bfco SSS¥ LfcTS^i-AmpliWax PCR Gem 100 (SSit) 

£ i iBSftni u 70 °cx* 5 #ihk 5 ftr&mmk. ±mmm*mz. pcr© 

/l^-*t) Mfct, 9 5fe2^IUfc 0 £<bK. 9 5t-ei5$)> 

f|,6 8 < Ct*2»t'<^/^4 5@»9 3EUS:«, 7 2^8#« ; 3lLfCo 
#fetifcPCRjS*jSrr^o-^^v (1%) mm&f&U PPARaiH5^£ 
£tfl. 4 k b(^DNA»lf>r^'//^'blHll|Xbfc^. pT7Blue Blunt vector (3d© 
it) Ai"-5 r <t {£ £ 9 Kp TBB-h PPARa^Stfco 



#%0U 1 a (t hPPARa38?&ffl:/7* 5 K<WS!) 
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^7^5 KpMCMVneo£> 5 . 6 Kb Kpnl-SalllBUt 1 #%#J 1 0 afSttO:/?* 
^ KpTBB-h PPARaWt h P P AR a ite^-^tf 1 . 4 k b KpnI-Sall 
#fJt£gii£U ^7^.5 KpMCMVn e o-h P P AR a Srf^ Lfc. 

#%0iJ12a (thPPARa, Ki3 JH/U/K^-^^^ 

7 X ^ KCCOS1 #ffli&^tf>*#A) 

5 0 cm 2 -fc/UT^l^-r — 37^*=» (=» — ~^y#M.*m) 
(C5 X 1 0 6 cells/50m 1 fSL, 3 7t\ 5%CO z ^#T2 4l*»MLfc„ 
• h7^7i^e/3 Vliy/K^^^ hT5>- (-Ot'ha^^c^ (Invitrogen) 

/K^^hT^^ 1 0 0 1 OPLUS Reagent. 2. 5/i gOpMCMVneo- 
h P PAR a (##0!J 11a X&tchO) . 2. 5 u g©pMCMVn e o-hR 
XRa(###|4 at#fct©),5^ g tf> UzK— :7*7* 5 KpGL3-PPRE4 
-TK neo (##0!|5 at'Ufc^) „ 5 n g WpRL-tk {.Zfuttf (Promega) tfc 
£L *S] 1:5ml <£)opti-MEM (/fyfhn^xy (Invitrogen) *S). 
(-*S^ LTf^SSl bfcoOpti-MEM-Cifcfr tfcCOS - 1 >NBJI&fC_LlE h 7 7 * >7 *s 
a ism&mt 2 Om 1 Oopti-MEMSrS&JP U 3 7^ 5%C0 2 i#T> 3B#R8 

^#bfc 0 &v>t\ o. lrojjiJK^-^^^ifiLmT/^^^ (bsa) mytm 

M) £"£tfDMEMigi& [7^77^;Di>-tt (Life Technologies, Inc.) X 
S] £2 5m 1 j^JQL, 3 7*0, 5 %C O 2 18-24 Lfc„ 

'H-NMR*^ h/Wi, foU®&b\.X^Y = 7* z f-)\'^ z 7Z<'*m^X'^)T^*J 
x5-20O (200M Hz) * fcte-^-^ y - 3 0 0 (300MHz) T-$J3£ U S 
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mm&L #%OT<a#BS^«&<S>S*£*-f-o s : K d : 

^zfUy K t : h U^l^y K q : tT^Ty K brM^\ dd : tf^frtf-f 
Uy dt : ^V/U hDrWyh, td : h y W^U? K dq : ?-7>\>tTJ\> 
Ty K tt : h y b y K ddd : ^^V^l^y K m : -t/V^ 

Hz : ^/wy, CDC1 3 : S;7 n p alvUA % DMSO-de : fvl^l^dr 
V K, CD 3 OD : * J — % ■ fi#%. 

1 - 4 - (2—=- ho - 1 -/p^) ^V-fefV 

Me 
N0 2 

4-7;Vto^X7A^k K (17. 0 g) , 6tt$ (11. 5g) , fif-A* 
T%IS-WMML (3. 70g),»Kthy^ (4. 50g) ^=hn> 

(4 1. 2 g ) ©ii^Wioot-ei. 5^Pfll*^brio rj^SttK-c* 
g^^^-e 3 mam ufco m*fc^r«®<Sr#7Ka^^^!7^-c 

*>*§ftffcb-C* itt^ (18. 4g) Sri®fttLT#/Cc 

gfcj659-6lt; 1 H-NMR (CDC1 3 ) 5 2.45 (3H, s), 7.16 (2H, d), 7.44 (2H, dd), 
8.06 (1H, s). 



F 




4 - (4-7;v^n7i- fr) -2, 5-^f/v-3-7n^f;u 

UjjLxOOMe 
Me^O Me 

1 _ 7 y^ D _ 4 _ (2-=Fo-l-7o^) ^^if> (2. 4 9g) 
<D**/—A' (2 0ml) jgfcclHtf-^y (1. 3 6ml) tT^hW^t^f- 

)V (l. 6 0g) &M^)D;i*w£*— IfeJJtfcFLfc. ®tS»tSr«BET«MeLfc 
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zk (10ml) &£Tfimm&t (3ml) ^Ux.X. M"C 1 B#WHfc# Lfc. 
^^^JE@*bfc e '¥fbtitz'mif&Vo&i/V JjSfjisXyJ*?*-* YSvZ? 

^-k-cwkl imst^'i- : i so , sft& (1. 59 g ) ^1 

18^34-35*0; ' H-NMR (CDC1 3 ) 5 2.18 (3H, s), 2.56 (3H, s), 3.66 (3H, s), 
7.05 (2H, t), 7.21 (2H, dd). 

#MH*J2 (1) ~#MT0)J2 (3) 

l-7/^o-4- (2 - = hn-i -zfx2^<-/v) -<>-if Vir^-J^f -5 5 - 

###J2 (1) 

2 -->^ v^^-is/U— 4 — (4 —7/^ a 7^:^/1-) -5-^f/V-3-7oi 



gt^71-72 c C; 'H-NMR (CDC1 3 ) 6 1.09 (3H, t), 1.24-1.93 (10H, m). 2.17 (3H, 
s), 3.78 (1H, tt), 4.10 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 

##09 2 (2) 

4- (4-7/Uto7x=/l/) -2 — r tVV- 5 - ^f /I'- 3 - 7d^x 





Me 
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gti^27-28 < C; 1 H-NMR (CDC1 3 ) 8 1.09 (3H, t), 1.30 (6H, d), 2.18 (3H, s), 
3.65-3.79 (1H, m), 4.11 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 

#%0!J2 (3) 

4- (4-7/Vto7x=/V) - 5 - ^ ^/V- 2 -^^—As— 3 -7utif/l, 



iH^78-79 < C; 'H-NMR (CDC1 3 ) 5 1.02 (3H, t), 2.30 (3H, s), 4.10 (2H, q), 
7.09 (2H, t), 7.19-7.48 (5H, m), 7.82 (2H, dd). 

##tf)3 

5- (4 -7)V0rxiy^/V) -2-^f/V-3-7P^f/W 
^ COO Me 



1, [5. 4. 0] - 7 -$^<r±> (44. 5 g) tf> h/V 

oi^ (10 0ml) mm^. TkJ^T. Tir hg^^fvV (33. 9g) © hAoi 
y(50ml) JM«r*»T-CiSTLfc. RJ&8Efc*0« 1 0 ^TO^bfc^, 
r*l|C2-^nn-4' -7/UtoTt h7i>y (50. 4g)© h/l^n> (l 
0 0ml) mm**#iTX~ffiT $ blcSfiT? 2 ttffHStt Lfc. 4 Dfc*fclt££ 

*y/w4:BlPBfc*^-^^*> (1:1) Mfrtcfem&Wifemfti L 

/ny^y^y^- l7kfn^> (5. 5 5g) ^D^T. 10 0 °C~Q 2 B#^fl# L 

/-^f>^bU-C, 1K« (3 7. 6g) «rtt*fcU-C»fc. 
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1^96-97^; 1 H-NMR (CDC1 3 ) 5 2. 64 (3H, s), 3.85 (3H, s), 6.81 (1H, .s), 
7.08 (2H, t), 7.60 (2H, dd). 

###J3 (1) ~#%#|3 (9) 

##0»J3 (l) 

COOMe 



11^91-92 < C; 1 H-NMR (CDC1 3 ) 5 2.67 (3H, s), 3.87 <3H, s), 7.00 (1H, s), 
7.63 (2H, d), 7.73 (2H, d). 

##0*J3 (2) 

2 — ul^vu— 5 - [4- (h!)7;VtD^f^) 7^— yu] -3-7n^^/U 
COO Me 



8M£81-82 < C; 'H-NMR (CDC1 3 ) 5 1.33 (3H, t), 3.09 (2H, q), 3.86 (3H, s), 
6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

#%#J3 (3) 

2 -4 Vfu tVu- 5 - [4- (MJ7;^n^f/W) 7x-/V] - 3-7of 
**7U 
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St^61-62 < C; 1 H-NMR (CDC1 3 ) 8 1.35 (6H, d), 3.77-3.87 (1H, m), 3.85 (3H, 
s), 6.98 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 



###J3 (4) 

2-^/^-5- [4- (MJ7/^n^f/>) 7^=-;\s] -3-70^^ 
COOMe 




g!b&172-174 < C; 'H-NMR (CDC1 3 ) 8 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1.82 
(2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 



###13 (5) 

2-^^-5- [4- (hi) ■yfVUru^ h^ris) 7 ^—)V\ -3-7nK>f 




M&m-V?°C; 'H-NMR (CDC1 3 ) 8 2.65 (3H, s), 3.85 (3H, s), 6.87 (1H. s), 
7.23 (2H, d), 7.64 (2H, d). 



###13 (6) 

5- (3-* h^7i^)'-2-yf/V-3-7P8^^ 




J»jfe67-68'C; 'H-NMR (CDC1 3 ) 8 2.65 (3H, s), 3.85 (6H. s), 6.83 (1H, ddd), 
6.88 (1H, s), 7.16-7.34 (3H, m). 



#%#J3 (7) 
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5 - [3- ( h V 7jV*xi23-/u) 7a=/l'] -3-7n^f/V 



ife^74-75t:; 1 H-NMR (CDC1 3 ) 5 2.67 (3H, s), 3.86 (3H, s), 6.97 (1H, s), 
7.49-7.51 (2H, a), 7.77-7.80 (1H, m), 7.87 (1H, s). 

##fl|3 (8) 

2 -zn^vV— 5 - (3-* hdrv^ac— /V) - 3 - 7 u 



flWfe; 'H-NMR (CDC1 3 ) 5 1.32 (3H, t), 3.07 (2H, q), 3.85 (3H, s), 3.85 
(3H, s), 6.82 (1H, ddd), 6.86 (1H, s), 7.16-7.32 (3H, m). 

###13 (9) 

5- (4 - ^ n n7i-/U) -2-^f/l'-3-7DSSS^f/l' 
COOMe 



gjj,6 105-1 06*0; 'H-NMR (CDC1 3 ) 6 2.64 (3H, s), 3.85 (3H, s), 6.87 (1H, s), 
7.35 (2H, d), 7.56 (2H, d). 

4 







COOB 



6 0%7K^k^ h y ^Aco^Wj^N^^-f (5. 5 1 g) <D\, 2-i? 
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n*Vx^y (10 0ml) W:4, 4, 4- h/K7/V*-nTir h$m=- 
f/l, (2 3. lg) ©1, b^v'i^X (5 0ml) M^SfiT 

Ut 0 RJC*«t*O**0. 5B#IWa&#Lfcfft, rtLlC2-yn^Tir h7x/ 
y (24. 9g) ^IIMTI, £<bf£8 0rT*-gfc1f#Ut o £J»£tM- 
fi£t?,R»3i^'C 2 Steffi Ufe, A*fe#^Sr^*flttS^^^^^-Ctt*». 
«fittC*r«ffi«*b-C, frKftfrftfe. HWc»»^>'(2 0 0ml) 
iCJSflfU, 4— h/u=t>^A'*>fift • lTKfP^ (4. 7 7g) Sr^Px., Dean 
-Stark h9y^*ortfcfiOSW^J:9l^*#T^8i*M»*««L^ 

y : ^if;u=i5 : i) , j^^^y— ^e>*s*-(bbr. do. 7 

g) fcJtiiLTWfc. 

gt^44-45'C; 'H-NMR (CDC1 3 ) 5 1.39 (3H, t), 4.38 (2H, q), 7.05 (1H, s), 
7.38-7.49 (3H, m), 7.68-7.74 (2H, m). 

5- (4 -Z7jVytuy -2-^f^-3-7nt 
COOH 
if^V^O Me 



5 - (4-7/^o7x^) -2-^f^-3-7nS^f;V (15. 3 6 
g) > fc&titl- h V (5. 25g) , (100ml) „ tK (50 

ml) j3±U ! 7f7tKD77V (50ml) ^R^fc&SSfflT?— IfeJfcttbfc, 



3 . 4 g ) i ttftfc. 

8M£217-218'C; 1 H-NMR (CDCl 3 -DMS0-d 6 ) 5 2.65 (3H, s), 6.83 (1H, s), 7.07 
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#%#J5 (1) ~#MH?IJ5 (6) 

##0U3 (1) ~##0)J3 (5) , #t^J 4 t'^fc 3 - 7 7 y*/^^^x ^ 

##005 (1) 

2 -yf-T^- 5 - [4- (hy7/^t3^f;V) - 3 D ^ 

COOH 



Iit£l99-200TC; 1 H-NMR (CDC1 3 ) 5 2.67 (3H, s), 7.02 (1H, s), 7.61 (2H, d), 
7.72 (2H, d). 

##0>J5 (2) 

2-^/^-5- [4- ( h D ?;V*xi*=}-;V) ~7 ^=-/V~} -3--? u & 
COOH 



m&lS$-imX^\ 'H-NMR (CDC1 3 ) 5 1.36 (3H, t), 3.14 (2H, q), 7.05 (1H, s), 
7.65 (2H, d), 7.75 (2H, d). 

###J5 (3) 

2-^yyDt°/U-5- [4- ( h V yjVjrvt^iV) 7x^A] -3-7d® 
COOH 



gt&^-lSS'C; 1 H-NMR (CDCI3 ) 6 1.38 (6H, d), 3.80-3.94 (1H, m), 7.04 (1H, 
s), 7.65 (2H, d), 7.75 (2H, d). 
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###J5 (4) 

2 -y^/U- 5 — [4- (h!]7/vtn^f/l') 7x.=^A^} - 3 -7d® 



fifc;£l72-174'C; 'H-NMR (CDC1 3 ) 5 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1.82 
(2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

#Mf-0ij5 (5) 

2—M'A'— 5- [4- ( H y y/vjrvj- h^-'y) 7x=yi/] -3-7nK 
COOH 



B4^145-146'C; *H-NMR (CDC1 3 ) 5 2.70 (3H, s), 6.93 (1H, s), 7.24 (2H. d), 
7.67 (2H, d). 

##0ij5 (6) 

5-7j^-2- ( hV -7/V*u U-J\s) - 3-7ngf 
COOH 



gk^l71-173°C; 1 H-NMR (CDC1 3 ) 5 7.09 (1H, s), 7.37-7.48 (3H. m), 7.72 (2H, 
d). 

[5- (4-7/^o7i^) -2-^f/U-3-7U;l/] ttJ—jV 




COOH 
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F 




OH 



fcmitV f!>A7/K = !?A (3. 67g) ©rF7tKn77> (200m 
1) ^^tC, Tkf^T, 5- (4-7/^o7x-/l') -2-^f/l'-3-7n 
&^5vW (1 5. 1 g) <DT h7t ^77^ (5 Om 1 ) TOITt, 0*0 
T-l^Jt#Lfc 0 SfS^SrTK^UT, 7K (3. 5ml) , 15%7K^b^hy 
VJ»imm (3. 5ml) , * (8ml) SrJii&jffiTLT, i&m<0*mit V T V 

tLfc^^Sr^-^^i^^^bb-C, IflMfc'dl. 9g) *|§A*L-C# 

ftjft80-82 , €; 'H-NMR (CDC1 3 ) 6 1.61 (1H, br s), 2.35 (3H, s), 4.50 (2H, 
s), 6.56 (1H, s), 7.05 (2H, t), 7.58 (2H, dd). 

#%096 (1) ~##0!l6 (1 4) 

###J2. ###J2 (1) ~###J2 (3) , MAS (1) ~#MT0!l3 (9) , 

4 -e#fc 3-77 >m^* 7-/^mmw «t 9 . #%« 6 

#MT0ij6 (1) 

[4- (4-7/Wto7i=/W) -2, 5-^f^77V-3-^/V] 



^77-fy« 1 H-NMR (CDC1 3 ) 6 2.26 (3H, s), 2.33 (3H, s), 4.41 (2H, 
s), 7.10 (2H, t), 7.36 (2H. dd). 



F. 
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###|6 (2) 

[4 - (4-7/l/tn7x^) y/ot>-5-^f/V77>-3- 




gfc,&72-73^C; 1 H-NMR (CDC1 3 ) 6 1.31 (6H, d). 2.27 (3H, s), 3.02-3.23 (1H, 
ra), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 

###J6 (3) 

[2— u^^cis/V— 4— (4-7;l'tn7i-/l') -S-^f^^^-S 
—OKI *9J—*' 




M-^137-138 < C; 'H-NMR (CDC1,) 5 1.22-1.94 (10H, m), 2.26 (3H, s), 2.75 
(1H, tt), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 



15 



20 



###J6 (4) 

[4- (4-7;l'tn7x-/b) - 5 — ^f-)V— 2 -7x-/V77>- 3 — f /U] 




BW5U53-154'C; 1 H-NMR (CDC1 3 ) 5 2.37 (3H, s), 4.57 (2H, s), 7.14 (2H, t), 
7.29-7.49 (5H, m), 7.76 (2H, d). 



###J6 (5) 
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{2-^^-5- [4- (M 7/V*-n^/V) -3-7])^) * 



14/^90-91^:; 1 H-NMR (CDC1 3 ) 5 2.37 (3H, s), 4.52 (2H, s), 6.74 (1H, s) , 
7.59 (2H, d), 7.68 (2H, d). 

#MT#J6 (6) 

{ 2 -rn^/U- 5 - [4- (MJ^vUtf-o^/V) -3-7!);P} ^ 



14^52-53*0; 'H-NMR (CDC1,) 6 1.30 (3H, t), 1.41 (1H, br s), 2.74 (2H, 
q), 4.53 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 

#%0U6 (7) 

{2 — <yyt2 tV>-5- [4- (hy 7yU^"D^^yU) /l/] - 3-7 V 



Bk^lOO-lOl'C; 1 H-NMR (CDClj) 5 1.33 (6H, d), 1.39 (1H, br s), 3.10-3.19 
(1H, m), 4.54 (2H, s), 6.74 (1H, s), 7.59 (2H, d), 7.69 (2H, d). 

#Mf-0!l6 (8) 

{ 2 ~-f^-;V~ 5 - [4- ( h y ^yu^-a^^/u) /W] -3-7U;i/} > 

— a 




OH 
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CH 3 



jBWR74-75*C; 'H-NMR (CDC1 3 ) 5 0.95 (3H, t), 1.33-1.45 <3H, m), 1.63-1.73 

(2H, m), 2.71 (2H, t), 4.52 (2H. s), 6.76 (1H, s), 7.59 (2H, d), 7.69 (2H, 
d). 

#%0ij6 (9) 



CF 3 0"N^ 

M&SZSS'C: 1 H-NMR (CDC1 3 ) 5 1.41 (1H, br t), 2.37 (3H, s), 4.52 (2H, 
d), 6.64 (1H, s), 7.20 (2H, d), 7.63 (2H, d). 

###J6 (1 0) 

[5-^*^-2- (hy^/V^-Dpt^) -3-7!)^] *9J—fi> 
/~OH 



WMSil-&Q,\ 'H-NMR (CDCI3 ) 5 1.71 (1H, t), 4.73 (2H, d), 6.82 (1H, s), 
7.32-7.44 (3H, m), 7.69 (2H, d). 

6(11) 

[5- (3-^ Y**s-7*~iV) -2-^f^-3-7U/V] ^ 9 S —A* 
_/~ OH 




OH 
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iL&61-62 < C; 'H-NMR (CDC1,) 5 1.43 (1H, t), 2.37 (3H, s), 3.85 (3H, s), 
4.51 (2H, d), 6.64 (1H, s), 6.79 (1H, ddd), 7.15-7.32 (3H, m). 

mm&i6 (i 2) 

{2-^^-5- [3- (h!;7/WtP^f/l') -7^^;V] -3-7!) /W * 



it£39-41'C; 'H-NMR (CDC1 3 ) 5 1.43 (1H, t), 2.38 (3H, s), 4.53 (2H, d), 
6.73 (1H, s), 7.46 (2H, d), 7.77 (1H, t), 7.86 (1H. s). 

#Mf0ij6 (1 3) 



gJL&66-67 e C; 'H-NMR (CDC1 S ) 6 1.29 (3H, t), 1.38 (1H, t), 2.73 (2H, q), 
3.85 (3H, s), 4.52 (2H, d), 6.63 (1H, s), 6.79 (1H, ddd), 7.17-7.32 (3H, 
m). 

###J6 (14) 

[5- (4-^od7x=/U) -2-^^/^-3-7!)^] ^^y— 




OH 





1*^129-130*0 ; 1 H-NMR (CDC1 3 ) 5 2.35 (3H, s), 4.50 (2H, s), 6.62 (1H, 
s), 7.31 (2H, d), 7.53 (2H, d). 
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2_;c5vv-5- [4- (h!)7/Vtn^f;V) - 3 -7 /VT Arf fc 

K 



{ 2 -^/v- 5 - [4- (h!)7/^n^f;>) 7x-;u] -3-7U/H 
^/-A- (4. 7 7g) ^XSm^L-m^^^ (2 5g) St^tI^ (5 

omi) ^xxs-^^^—t^ domi) ^x-mmzx—vmwvtco *m 
^^w=6 : i) . nmm (3. 2i g ) iifratut ^*f-^j:«9S^ 

16^95-96'C; 'H-NMR (CDC1,) 5 1.42 (3H, t), 3.07 (2H, q), 7.03 (1H, s), 
7.65 (2H, d), 7.75 (2H, d), 9.98 (1H, s). 

###17 (1) ~###|7 (3) 

#%01J6 (5) „ #%0»J6 (8) , 6 -eHfc 3 - 7 P ^ / 

#£9. &3$W7 \z.trrf fife tmmz^r, sxrK^-r^t^^mt, 

###17 (1) 

2-^^-5- [4- ( MJ 7/U*P * -3-7^7/VTt 
K 



M106-107°C; 1 H-NMR (CDC1 3 ) 3 2.69 (3H, s), 7.02 (lH, s). 7.63 (2H, d), 
7.74 (2H, d), 9.96 (1H, s). 




.CHO 




CHO 
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#%0!l7 (2) 

2 — [4- (HJ7yutn>fyi/) 7x=;>] - 3 - 7/u7;i/rt 

K 



CH3 

flW&I 'H-NMR (CDCIj) 5 0-.98 (3H, t), 1.38-1.51 (2H, m), 1.75-1.85 (2H, 
m), 3.04 (2H, t), 7.03 (1H, s), 7.65 (2H, d), 7.75 (2H, d), 9.97 (1H, s). 

##01J7 (3) 

5- (4-7JV*uZ7^^;V) -2-^f^-3-7^7/VftK 



16^60-61^; 'H-NMR (CDC1 3 ) 5 2.66 (3H, s), 6.84 (1H, s), 7.09 (2H, t), 
7.62 (2H, dd), 9.96 (1H, s). 



(2E) -3- [4- (h!J7/Vtn^f;l') 7x=yV] - 



i/aiJ-sU&XfrSmWl^/l' (3. 0 2g) <£>h/l^:/ (3 0ml) 

7k?&t, 6 o %7kmk-r h v !7 j^ntim^ y << >mmv* ( o . 5 4 g ) 

££>K0. 5BSIBM«#Lfc. ZtUZ2-^/\s-5- [4- (hy^y^n^^ 
/V) 7i-yi/] -3-7;V7/i'TtK (3. 0 1 g) tf> h/i^:x (3 0ml) i§ 




CHO 





OOB 
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hfr*M£.fim i &i'V 1>?>\>13=7J*9W h^77^-t«L {^^ly : 
%m^?-;V= l 5 : 1 frb 9 : 1 ) . B ft* ■( 3 . 48g) LT#fCo 
gt^-SS^; 1 H-NMR (CDC1 3 ) 6 1.33 (3H, t), 1.34 (3H, t), 2.85 (2H, q), 
4.26 (2H, q), 6.14 (1H, d), 6.85 (1H, s), 7.57 (1H, d), 7.62 (2H, d), 7.73 
(2H, d). 

#Mf#|8 (1) % #%0iJ8 (2) 

7(1), 7 ( 2 ) X-'&iz 3 - 7/WT;i/7t K»9Hfr <fc 9 , 

&mms (1) 

(2E) -3- 5 - [4- (h!J7/l/ta^f/V) 7^^^] - 



BL£78-79'C; 'H-NMR (CDC1 3 ) 5 1.33 (3H, t), 2.48 (3H, s), 4.26 (2H, q). 
6.14 (1H, d), 6.84 (1H, s), 7.55 (1H, d), 7.62 (2H, d), 7.73 (2H, d). 

#%«8 (2) 

(2E) -3- {2-7^-5- [4- (fy7/^n^f^) ? x.~)V\ - 
3-7U/W} T * V /UfStx.^ 



tt^tlfc: 'H-NMR (CDCI3) 6 0.96 (3H, t), 1.28-1.50 (2H, m), 1.34 (3H, t), 
1.64-1.79 (2H, ra), 2.82 (2H, t), 4.26 (2H, q), 6.15 (1H, d), 6.86 (1H, s), 
7.57 (1H, d), 7.63 (2H, d), 7.74 (2H, d). 




OOB 




COOEt 



CH 3 
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3- {2-^^-5- [4- (hl)7^to^f;l/) 7*=/b] - 3 - 7 V JV) 



(2E) -3- {2-3^1/- 5- [4- ( h y 7x=-/W] 
-3-7JI/W y/HKac^ (3. 30g) O h/^^ (3 0ml) „ ac^ 

/—IV (5ml) *gf££*Da hy* (h!)7i=/^77-f^) u^^7^ (I) 
(0. 4 5g) $rM^^U-C. £8L m*mWJU Lfc„ »£«E<QjfflKSr 

L (^**^:i»3i^=9 : 1) , (3. 3 1 g) ?r»i:lt§ 

'H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.27 (3H, t), 2.50-2.76 (6H, m), 4.14 (2H, 
q), 6.59 (1H, s), 7.58 (2H, d), 7.68 (2H. d). 

##M9 (1) . #%M9 (2) 

##00 8(1), mnm 8(2) * y jv&t^?- summit «t ?> , 

##0»J9 (1) 

3- {2-^^/1—5- [4- ( h y :7/M-n^?vU) 7 m -3-7!>;U} 
f^-^i^u 



' H-NMR (CDC1 3 ) 8 1.26 (3H, t), 2.31 (3H, s), 2.53 (2H, t), 2.69 (2H, t), 
4.13 (2H, q), 6.57 (1H, s), 7.56 (2H, d),.7.65 (2H, d). 




COOEt 




COOEt 
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##01J9 (2) 

3- {2-^^-5- [4- (MJ 7/u*-npi*vi-0 7s-;l/] -3-7U/H 



JMttfci; 'H-NMR (CDC1 3 ) 6 0.95 (3H, t), 1.25 (3H, t), 1.32-1.45 (2H, m), 
1.60-1.70 (2H, m), 2.54 (2H, t), 2.65 (2H, t), 2.71 (2H, t), 4.14 (2H, q), 
6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

##0>J 1 0 

3- 5- [4-^ (VV ~7zc~;V] -3-7U/V} 



3- {2-^^-5- [4- (hy^/M-n^^vV) 7z^~JU] -3-7!) 
/W} !7*P t'^-^K^^/U (0. 54 0g) O^^; — (3ml) , f h7t K 
n77> (5ml) 1 &5£zK^b^ h V V J*fc®m (3. 2ml) SrflP 

b^^^^T*2 0ttmL/c„*fefc^ii^lS7K?^^ h y CA-Cftfflfc, 
4 1 3 g) *r«S* U"C#fc. 

Rj&94-95'C: 1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 2.59-2.75 (6H, m), 6.59 (1H, 
s), 7.57 (2H, d), 7.67 (2H, d). 

#%0>J1 0(1), #%#Jl O (2) 



COOEt 
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##0iJ9 (1) „ #%#]9 (2) T'^fcyD t c ty||xf U , 

###J 10(1) 

3- {2-p<^-5- [4- (M)7/vtn^f;u) -3-;7>)^} 



Iffcj&llZ-llS'C; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.58-2.63 (2H, m), 2.69-2.74 
(2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

##0111 0 (2) 

3- {2-7^/1 — 5- [4- (MJ7/^P^f/U) 7zn=/W] -3-7U/W 



CH 3 

111^:79-80^:; 'H-NMR (CDC1 3 ) 6 0.94 (3H, t), 1.32-1.44 (2H, m), 1.60-1.70 
(2H, m), 2.59-2.75 (6H, ra), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

#%01J 1 1 

3- { 2 -aL^vU— 5 - [4- (HJ7^n^f;l/) 7^— /U] -S-^VM 



x ) f'ty J* 7j\s ^ =. ^7 A (0. 4 6 g) Or" h7t KB7?> (50ml) 




COOH 




COOH 




WO 2004/022551 



PCT/JP2003/011308 



128 



JK»iftfc, tK#T, 3- {2-^^-5- [4- (hD7/^P>^v) 7i 
— /k) -3-7D/W} /V (2. 7 6g) ©f F7tKn77y 

(3 0ml) jWfcHTU M-Cl"*IBjat#Lfc„ K^SttK^LT. tK (0. 
5ml), 1 5%7k^b^ h y fr-McigiK (0. 5ml),* (1. 5ml) Sr 

9 (^*V> :m®t^;V=6 : 1^P>3 : 1) , gft«P (1. 

6 4 g) frflMftfe* LT#fc„ 

1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.31 (1H, br s), 1.76-1.89 (2H, m), 2.48 
(2H, t), 2.67 (2H, q), 3.70 (2H, t), 6.60 (1H, s), 7.58 (2H, d), 7.69 (2H, 
d). 

1(1), ###J1 1 (2) 

mmw* (i) , ##^j9 (2) x-ntLzfu ttis&t^,umm#£ v , 

• #%#J 11 ( 1 ) 

3- {2-^^-5- [4- (h!J7;l'tD>fyl') 7i^] -3-7U/V} 
7o^y- l 

/—OH 



ffi^; 1 H-NMR (CDClj) 5 1.77-1.86 (2H, m), 2.30 (3H, s), 2.47 (2H, t), 
3.68 (2H, t), 6.57 (1H, s), 7.57 (2H, d), 7.67 (2H, -d). 

&mmi i (2) 

3 - { 2 - y^/W- 5 - [ 4 - ( hi) yjUJra* 5vW) 7^~>V\. -3-7D/1/} 
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OH 



jAJftife; 'H-NMR (CDC1 3 ) 5 0.95 (3H, t). 1.27 (1H, br s), 1.32-1.45 (2H. 
m), 1.61-1.71 (2H, m), 1.78-1.87 (2H, m), 2.48 (2H, t), 2.64 (2H, t), 3.69 
(2H, br t), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

###J 1 2 

{2-^^-5- [4- (h!J7;Wto^f/U) -7 ^=-jV\ & 

m 



1) {2-*?*A'—5- [4- ( hV -7/^0^^-/^) -7^~)V\ -3-Z?V 
M *9 S—fr (1. 48g) 0rh7t Kd77« (10 0ml) \ZT± 

hy->7ytK!Jy (0. 80ml), hV^^^^^^O (2. 89ml) 
&AP;t. W&\Cl, 1' - (7y^^/V) v^t^v^ (2. 9 2g) £ 

7^- (^t^^Sif^lO : 1*>&5 : 1) -C*t§gU {2-^/W 
-5 - [4-.(h!)7;Ptoyfy>) 7irh=M>>>u 

( 1 . 7 6 g ) *r*MKtt£ UT#fCo 
'H-NMR (CDClj) 6 2.37 (3H, s), 3.50 (2H, s), 6.70 (1H, s), 7.61 (2H, d), 
7.70 (2H, d). 

2) {2-^fvW-5- [4- (MJ7;^n^f/W-7x^] -3-7JJ 
M T± h-hU/l' (1. 76g) <D=-9 J —Jlsfem (10ml) \Z. 8 M;^7K& 
{CtYWJ* (10ml) **D^T«»jl^Lfc„ £J&i&Tt&, *&R-C|* 

oyF^77-{- (^iJ-V : §*&^5vW= 1:1) TfflRU IW«J (O. 




COOH 
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6 8 g) LT#fco 

gt& 123-1 25t; 1 H-NMR (CDC1 3 ) 6 2.34 (3H, s), 3.45 (2H, s), 6.70 (1H, s), 
7.58 (2H, d), 7.68 (2H, d). 

#%#J 12(1) 
[5- (4-7/^07*^) — 3-7V/1-] g£®? 

/-COOH 



##0i|6-C#fc [5- (4-7;^n7x=;V) -2-^^-3-7!)^] 

)St^l07-108X:; 'H-NMR (CDC1 3 ) 5 2.31 (3H, s), 3.43 <2H, s), 6.50 (1H, s), 
7.03 (2H, t), 7.56 (2H, dd). 

1 3 

2- { 2-^^-/1^-5- [4- ( M> 7fV*xi*=}-)V) yzL^/V] -3-7V/U} 



TkmitV f-yh.TfrX-VJ* (0. lOg) ©fF7tKD77yi» (5 
ml) &7k<£U {2-;*5vW-5- [4- (h!J7/l/ta^f/l/) 

gtgft (0. 4 3 g) ©fh7t KP77l^S (5ml) &*j§T 
L-Oki£TT-3 0£\ &»^ll$M«*Fbfc. 7K (0. lml) , 

1 5%7^mt-rhV (0. lml) , * (0. 3ml) SrJBlCj&Px., MX* 
3 0»lfc ( «WLfcifcft&5ifiU fh7tKo77yC±<^U: 0 
5*££rMJ£8N?iU M*->!J*^7^^n-7h^77>f- (^=¥^> : St 
i£^/U=5 : l^e>l : 1) ^fiWKU gfttt (0. 2 8g) iftOMfcat 

1 H-NMR (CDC1,) 5 2.33 (3H, s), 2.64 (2H, t), 3.81 (2H, t), 6.63 (1H, s), 



F 
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13(1) 

2- [5- (4-7/^D7i-/i') -2->f/l'-3-7!J;l/] ^jry—jv 



###112 (1) "C^fc [5- (4-7/^n7i^) -2-p<^vU-3- 

&&52-5Z'Cl 1 H-NMR (CDC1,) 5 1.46 (1H, br s), 2.31 (3H, s), 2.63 (2H, 
t), 3.79 (2H, br q), 6.44 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

4 

1- [5- (4-7/^n7xi;v) - 2 f-fr— 3 -7 y oi^ ;u 



5- (4-7^D7*^) -2->f;l'-3-7/H/l'TtK (2. 54 
g) Ofh7tKo77^ (4 0 ml) 1 f-Arrif* i"> A^o 5; 

K©r h7t Ko77« (18. 7ml) 7 StT'iBTt, 

^•^^ : : 1) , ^^t^^ftlftlT, (2. 4 3 

g) ^*at#fc e 

gt^50-52 , C; 'H-NMR (CDC1 3 ) 5 1.48 (3H, d), 1.60 (1H, d), 2.35 (3H, s), 
4.85 (1H, dq), 6.57 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

&%mi4 (1) 

1- [5- (4-7/^13 731—^) -2-^^-3-7!)/!'] 7*^^-1- 
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H As 



F 



° CHa 



H 



5- (4-7;WtD7x^) -2-^f^-3-7^7/i'? f t Kil^otfA' 

iH^73-74 < C; 'H-NMR (CDC1 3 ) 8 0.94 (3H, t), 1.26-1.47 (2H, m), 1.59 (1H, 
d), 1.62-1.72 (1H, m), 1.77-1.87 (1H, m), 2.34 (3H. s), 4.62 (1H, dt), 6.54 
(1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

mmm 1 5 

3- { [5- (4-7^*vZ7=z=-/l') -2-^f/>-3-7n^;l/] 7*5/} 



5- (4-7^P7i=;l/) -2-^f;V-3-7n|| (4. 4 7 g) t N, 
N-^f;^/VA7$ K (2j&) ©Th7tKn77V (5 0ml) jgfRK, 
ifrfM-^Mf JJ /I' (3. 5 4ml) SrSitlTU 0. 5B#M8t*FLfc 0 
©JgJK&fcftES* U K^n!) Koa^fiMfcSrHflci: LT^fc 3 -75 J &Jft 
(3. 6 9 g) fc&!*7k*"7-hy *A (3. 4 1 g) tfh7tKo 
77^ (5 0ml) *T?«#U ±«lMf h7t KB7?^ (5 0ml) 

fcaWMfetSfct^vi^— y/u .^viOJfe^bU-C, Btt4* (7. 3 9g) 

HSm-m^}; 1 H-NMR (CDC1 3 ) 5 1.40 (3H, t), 2.70 (3H, s), 4.38 (2H, q), 
6.72 (1H, s), 7.10 (2H, t), 7.44 (1H, t), 7.59-7.66 (3H, m), 7.81 (1H, td), 
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8.02-8.06 (2H, ra). 
&**W 15(1) 

3- ( {2-^^/1—5- [4- (H/7/^o>f^) "7=c=./V] -3-7D 



##0>J5 (1) "C#fc 2-^^-5- [4- (hy7/^P^f^) 7x = 

it^l61-162 < C; 'H-NMR (CDC1 3 ) 5 1.39 (3H, t), 2.73 (3H, s), 4.38 (2H, q), 
6.92 (1H, s), 7.40-7.48 (1H, m), 7.64-7.72 (3H, m), 7.77-7.84 (3H, m), 
8.02-8.07 (2H, m). 

i e 

3- { N— [5- (4 -y/V^ruy ^=^jV) -2-^f^-3-7n^/V] -N 



3- {N- [5- (4-7/V^n7x^) -2-^/W3-7n^] 7 
£JtM£ c ?yl' (1. 0 7g) *N, N-^fA*^A75 K (5ml) 
*J«tt;7h7kKn7 7y (5ml) »C#A»U ^fiT 6 0 %zKHf<t;-t- h V V J* 
©Il^7 7^y» (0. 13g) SrflP*:, -£tf>«0. 5^W0E#Lfc. 

m&mzsvittf-A' (o. 3 6mi) Sr^a-can;!, ^£ Ufc. 

h^7 7>f-|:t^Lt (^"^^ : i»3t^-6 : 1/1^2 : 1 ) % g ft 
<*>(!. 18g) SrflMK&ii: L-C#yt 0 
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1 H-NMR (CDC1 3 ) 6 1.39 (3H, t), 2.47 (3H, s), 3.47 (3H, s), 4.38 (2H, q), 
5.69 (1H, s). 6.98 (2H, t), 7.26-7.44 (4H, m), 7.89-7.97 (2H, m). 

###116 (1) ~###|16 (3) 

3- {N- [5- (4-7^0 7*-^) -2-^^^-3-7n^/U] T 

###J1 6 (1) 

3- {N— [5- (4-7;^n7s^) -2-^^-3-7D>f/l'] -N 



BL£ll9-120 c C; 1 H-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.39 (3H, t), 1.55-1.70 (2H, 
m), 2.47 (3H, s), 3.86 (2H, t), 4.38 (2H, q), 5.63 (1H, s), 6.97 (2H, t),' 
7:27-7.34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

###|1 6 (2) 

3- {N- [5- (4-7^tD7i=/l') -2->f^-3-7o-f^] — N 



it^i; 1 H-NMR (CDC1 3 ) 5 0.86 (3H, t), 1.22-1.35 (8H, 1 tn), 1.39 (3H, t), 





Me 
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1,53-1.66 (2H, m), 2.47 (3H, s), 3.87 (2H, t), 4.38 (2H, q), 5.63 (1H, s), 
6.97 (2H, t), 7.27-7.34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

6 (3) 

3- (N Ov?/l — N- [5- (4-7/^D7s=^) - 2 — ^^vU- 3 - 



flftRtt; 1 H-NMR (CDC1 3 ) 5 1.36 (3H, t), 2.52 (3H. s), 4.34 (2H, q), 5.11 
(2H, s), 5.63 (1H, s), 6.97 (2H, t), 7.10-7.16 (1H, m), 7.23-7.37 (8H, m), 
7.81 (1H, t), 7.90 (1H, td). 

1 7 

5- (4-7/l/^-P7x=^) -N- [3- (t Kn#^f^) 7x^/1,] - 
2 -^^yU-3-7/VT^ K 



3 - { [5- (4-7^tD7x=;l/) -2-^=7Vl — 3-7D^/^ 7%J\ 
&&Mt^?yl' (1. Olg) % (0. 5 2g) Sr^h 

7tKn77V (3 0ml) fWL^tj^ Ii&f^/-/M3ml) £ 

Tis^-t^mmzmz., t^^.i^mmwi.r^ z.^u^m^mk^f-^ 

■frl" : §ffik**yU= 3 : 1 1 : 2) , 3?-f V7d fc'/Wn— 7V»'-^=*if->' <fc 
•JiBftffcUT, gftfe (0. 7 2g) 

Sfc,6l63-164t; 1 H-NMR (CDCl 3 -DMS0-d 6 ) 5 2.70 (3H, s), 3.51 (1H, t), 4.68 
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(2H, d), 7.01-7.14 (4H, m), 7.32 (1H, t), 7.60-7.69 (4H, m), 8.56 (1H, br 
s). 

###117 (1) -##01117 (5) 

##0>Jl 6, gMTfliJl 6(1) 6(3), #%#Jl 5(1) -e'&tl 

##0!J 17(1) 

5- (4-7;V*vy^=-j\s) — N— [3- (kKB^f/V) ;V\ - 

N, 2 - 3 - 7yuT 5 K 



ifc:f£#>; 1 H-NMR (CDC1 3 ) 8 1.76 (1H, t), 2.49 (3H, s), 3.45 (3H, s), 4.69 
(2H, d), 5.64 (1H, s), 6.97 (2H, t), 7.09 (1H, td), 7.21 (1H, s), 7.24-7.38 
(4H, m). 

###J1 7 (2) 

5- (4-7/^o7i-;l/) — N— [3- (tKnJf-^f/V) 7^— /V] - 



116116-117^; 1 H-NMR (CDCI3) 5 0.93 (3H, t), 1.56-1:77 (3H, m), 2.49 (3H, 
s), 3.82 (2H, t), 4.69 (2H, d), 5.58 (1H, s), 6.97 (2H, t), 7.08 (1H, td), 
7. 18 (1H, s) , 7. 26-7. 38 (4H, m) . 

#%#J1 7 (3) 
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5- (4-7/^o7x=/V) -N-^T^/V— N- [3— (k Ka^v'^f/l') 



JBL&89-9VC; 1 H-NMR (CDC1 3 ) 6 0.86 (3H, t), 1.21-1.33 (10H, m), 1.55-1.70 
(3H, m), 2.49 (3H, s), 3.85 (2H, t), 4.69 (2H, d), 5.58 (1H, s), 6.97 (2H, 
t), 7.07 (1H, d), 7.18 (1H, s), 7.26-7.38 (4H, m). 

7 (4) 

N — <>^- 5 — (4-7/vtn7x=/U) — N— [3— (b Kb*^^^) 
7x=/l/] -2-^^-3-7^7^ K 



ftMftlfe; 'H-NMR (CDC1,) 5 1.65 (1H, t), 2.53 (3H, s), 4.61 (2H, d), 5.08 
(2H, s), 5.59 (1H, s), 6.92-7.02 (3H, m), 7.06 (1H, s), 7.23-7.34 (9H, m). 

m^mi 7 (5) 

N- [3- (tKB^fA') 7i^] -2-^^/V-5- [4- ( h V 7 
/U^-p^t^yU) 7 ^=->V\ -3-7/U7?; K 



»jfel73-174 , C; 1 H-NMR (CDC1 3 ) 6 2.72 (3H, s), 4.71 (2H, d), 6.89 (1H, s), 
7.14 (1H, d), 7.31-7.39 (1H. m), 7.50 (2H, d), 7.62-7.66 (3H, m). 7.75 (2H, 
d). 
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8 

N- (3-*/l'$^7i^l') -2-^^-5 - [4- (h!i7/l/tn^f/V) 
y^-;V\ - 3 - $ F 



N— [3- (fc KoWf/U) -2-^^/1—5- [4- (fy 

7x^/u} 5 K (0. 9 8g) ©fh5tKo7 

7 (10ml) {£3gKt-^ Vtf^ ( 3 . 0 g ) SrJP*., M"C 2 R$mft& 

Lfeo ^^IC-^k-^^^ (1. Og) fc^Px. H*W«»Ufc. ?Fm®)&Z> 

Co. 7 6 g ) ^at#t 

SWtU83-184^C; 'H-NMR (CDC1 3 ) 8 2.75 (3H, s), 6.93 (1H, s), 7.50-7.68 (5H, 
m), 7.77 (2H, d), 7.98 (1H, d), 8.11 (1H, s), 10.02 (1H, s). 

###| 1 9 

3- (t Ko^^f/V) 7 ^ -)Vjj)V/< * t e r t—^f-A^ 



ml), ~&mV- t e r t -Zf^>\< (21. 2g) ^7h7tKn77> (l 
0 0ml) *T?3B#|iaAPl^jSdfEL7to RJtK*«:M»i:^SPLfca. WB&W&M 

^M*-^ : ffl?Bk*?W=6 : 175^3 : l) , 1^ (15. 0 g) fcitiMfctofc L 

'H-NMR (CDC1 3 ) 5 1.51 (9H, s), 1.96 (1H, br t), 4.65 (2H, d), 6.55 (1H, 
br s), 7.01-7.05 (1H, m), 7.18-7.31 (2H, m), 7.43 (1H, s). 




Me 




OH 



H 



3 -7 5 /^y^7/>3- /V (1 0. 9g) , h JJx^7 5> (2 4. 6 
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2 o 

( {3- [ (t e r t-7Y*f*A'#—A'') 7 5/] ^VS^/W Wf&^ 



3- (t KD^r^fyU) 7i- /l/*^§ytt e r t — :/^vU (4. 9 4 
g ) x hyxf/UT^y (4. 6 3ml) ©TO^^ (50ml) tK 
j^V^/i^V^a >J K (3. 0 4g) oftiftaL^yv (2 0ml) 

Sr«TU o. 5«NW«#Ui. dfeCfcit«S:«iSU H&^/WTifc 

^SrMtlittllfc. ^©i«7l>7t KD77^(3 0ml)»U 
^tUC^^y yi^ai^vw (2. 93g) tl, a—itTWisfu [5. 
4. 0] (3. 7 1ml) ^rh7k Kp77^ (30ml) 

h?7 7 4—iCXmmi.T (— : l 5 : 1^Pj6 : 1) . S 

fttt (6. 7 5g) &@#£L-C#fd 0 

»j&75-76'C; 1 H-NMR (CDC1 3 ) 5 1.29 (3H, t), 1.51 (9H, s), 3.07 (2H, s), 
3.79 (2H, s), 4.18 (2H, q), 6.47 (1H, br s), 6.97-7.03 (1H, in), 7.23-7.30 
(2H. m), 7.36 (1H, s). 

###J2 1 



COOEt 

•Ha 

( (3- [ (t e r t-yh^^/w^-yu) 7 5/] ^) ffFK 
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^f-jV (6. 5 7 g) <D^# ;—A< (30ml) WfcXL. Wfc*m<n> A%L%m& 
x-f-jVWfo (3 0ml) ^UX^QX., 6CCT-0. 5&ffflffl*^tc B m&VtKD 

(4. 9 4 g) *U&t ttllfc, 
Bt^ll2-114 e C; ^-NMR (CD 3 0D) 6 1.27 (3H, t), 3.13 (2H, s), 3.90 (2H, s), 
4.14 (2H. q), 7.28-7. 34 (1H, m), 7.42-7.52 (3H, m). 



2 2 

3- (^ b*is* h^rv^) ^yX7/Urt K 




3 - 1 Ko^^y/T^rt K (13. 0 g ) (D"r h7t Kn77V (1 5 

omi) mmz. tk^t, 6 0 %*m\t-r v v v^omto^? -7 << ^mmm ( 4 . 

6 8g)ttt 1 5#F*m#L*: 0 rtL^^acr^^/W^^/V^-X/Kl 0. 
3 g) ^tK^T^D^, ^T'-l&S£#Lfc 0 5LfoWiZ7Mzm%\ ^xf;i,T2 

#f>ixfcW^^7'/^7A^ti'7h/77^HlTflSt (^-^ 
V : g^^A-= 1 5 : lri>ib9 : 1) , B&}V>) (16. 4 g) Srtt^t LT 

1 H-NMR (CDC1 3 ) 6 3.49 (3H, s), 5.23 (2H, s), 7.27-7.31 (1H, m), 7.45 (1H, 
t), 7.50-7.54 (2H, m), 9.97 (1H, s). 



2 3 




3_ h^rv'^ hdf-v') ^yX7/Uft K (16. 4g) (D*?/— )V (1 
0 0ml) «fttlC, *#T, jJc^L^^^-T-h y 17 ^ (3. 7 4 g) ^#>s?(^D 
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mmitn&'g^x, (15. 7 g > ^fa^^L-o^ 

1 H-NMR (CDCI3) 6 1-75 (1H, br s). 3.48 (3H. s), 4.67 (2H, s), 5.18 (2H, 
s), 6.94-7.06 (3H, m), 7.28 (1H, t). 

##0112 4 

{ [3- h*->* h*^) s<>isM m&^/l' 



3- h^->^ h=¥v^) ^y^T^a- (l 5. 7g) % h U xf/W7 
^> (19. 5ml) ©ff|«fc*?yu (150ml) ^{C x tK^T. ^ 
*>®?*cryK (12. 8g) ©Blflfcc^Vl' (5 0ml) St^iTU ^T^* 

*o. 5Npp H m#ufc 0 ^cfcit^^igb, mm^^x-mfrvtio n^ttit 

ftfco -0*^5r^ f7t Kd77^ (50ml) »d&&»U riiCft^D 
= — yl^nfvU (12. 3g) tl, [5. 4. 0] -7- 

^fty (15. 3ml) Srf h7kKn77^ (30ml) ^0. 58^ 

%>mk , mm*mi- h v t^mmx 2 instil m^mst^ > >> a 

^y#y^£iIU ^M^^iI©*bT, gWft (2 5. 3g) ^^irU-C 

1 H-NMR (CDC1 3 ) 6 1.29 (3H, t), 3.09 (2H, s), 3.48 (3H, s), 3.80 (2H, s), 
4.19 (2H, q), 5.18 (2H, s), 6.91-7.02 (3H, m), 7.24 (1H, t). 

#%#| 2 5 

[ (3-fc Kn^-^y^) g^rc^/U 



{ [3- U h*~>* h*«>0 -s^vvu] mm^A" (1 4. 5g) « 





COOEt 
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^$;->V (10 0ml) mmiC fe&8t (10ml) SrMTiD^, *<D&iZ 
(1 2. 3 g ) fcifc^ffc* Itifc. 

1 H-NMR (CDCI3) 5 1.29 (3H, t), 3.08 (2H, s), 3.78 (2H, s), 4.18 (2H, q), 
5.12 (1H, brs), 6.74 (1H, dd), 6.84 (1H, s), 6.89 (1H, d), 7.19 (1H, t). 



#%#J 2 6 

:S- {3- [ (^IsiSfrttis) * <<ls*?M 



cr 




0^>0^^ — ^COCH-, 



3-t KnJf->'<y^r/l'3-/i/ (2 3. 8 g) ©fb7kKo77^ (1 
OOml) 7kJ£T, 1. D [5. 4. 0] -7-^V 

vHr^ (2 9. 2g) £2)D;t, 0. 5&mm&L± B Ztl\Z*<>'i?fr?uu*<? 
;V^—7-/V (30. 0g)©rf7tKD77V(5Oml) ^^tK^T^Dx, 

_LT?»fc h y ^fvKT 5 > (3 2. Oml) ©ffffifesi^vU (15 0m 

1) m&lC tJc&T, ^l^^tf^Bfc^n y K (2 4. 1 g) 0>S?Bfe3i?vU (5 
Oml) »«E£«5TU ^0^*0. 5«FW«#Lfc. ±Cfci*JR«:*i§ U 

K (10 0ml) fc«J&>U ~*UC^;*-g^7J y 17 A (26. 3 g) Sr. ^iftfc 

Ujby/l'* 9 A* F^77 ^-ICTfSKL (— ^> : ftlfc*?- 
5 : 1) , BW4fe (2 5. 8 g) «r»tM&£ UT#fc 0 
1 H-NMR (CDC1 3 ) 5 2.34 (3H, s), 4.10 (2H, s), 4.71 (2H, s) , 5.28 (2H, s), 
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6.92-7.01 (3H, m), 7.22 (1H, t), 7.33 (5H, s). 
###J2 7 

2- ( {3- [ (fO&A'ttis) * h**/] -OVA*} tt) 



:^C0 2 Et 



H 3 C CH 3 

f-itsms- {3 - [ ^ F^fV] *<ls&A,) (6. 4 6 g) 

to* 9 J —A* (3 0ml) mm^, Tkfflt-thVtJ* (0. 8 5g) &*9/~ 
)V (2 0ml) *5<fcU*7K (2ml) izmMLfci><D&MU-?1m±, ^r<£>« 1 B# 

mmftLtco m&m<Dmm&mEEm$ii,x®ft&mc B mbtvtzm&zn, n- 

v?^fM;l/A7^ K (25ml) t^L, ^JUC 2 n^t- 2 5^7" 

o^ySif^ (5. oog) zmmzxtia*.. 6 oict-»Lfc 0 sjS 

7 7>C-f-T*tS!iL (^^^> : B»3i^= 15:1), B#J4£> (7. 6 7 g) 

1 H-NMR (CDC1 3 ) 6 1.27 (3H, t), 1.54 (6H, s), 3.82 (2H, s), 4.13 (2H, q), 
4.71 (2H, s), 5.28 (2H, s), 6.94-7.05 (3H, m), 7.21 (1H, t), 7.33 (5H, s). 

###J 2 8 

2- [ (3-t Kp*^^) ^^"] -2-^f^Dtft4|i^ 



S^COOEt 



2- ( (3- [ (^0"^/U*^-» * h*vO "O-^/U} ^) -2-7«^ 
yoftyglx^ (7. 6 7 g) (Dx^ y — /U (5 Om 1) (5 
ml) SrM-CADx., 6 OlCT?2l#|IOa»Ufc. S^»ll«^«ffg±U # 
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S8£3if-/u=6 : i) . o. 8 i g) zmftvot^xmc* 

'H-NMR (CDC1 3 ) 8 1.27 (3H, t), 1.53 (6H, s), 3.78 (2H, s), 4.11 (2H, q), 
4.96 (1H, s), 6.69 (1H, dd), 6.79 (1H, t), 6.86 (1H, d), 7.14 (1H, t). 

##0i| 2 9 

{ [3- h*rU* h*^) sO&A*] **ris} gfc^tfvP 



3- h^-y^ h*is) *<>'*?fl,Tfl'=i—A> (4. 5 3g) ©1, 2—5*.* 
h^r^^ V (15 0ml) ffili:, tK#T, 6 0%**^ h V ?J*<Offim'< 
7 7-fy»ift (1. 2 9 g) SriJP^. 0. 5B#ra8t#L*:. rtUc^n^eg^ 
3i (6. 7 5 g) £7K<$T;bP7U M*?— Bfe«#Lfc. 

(r**f"9-> : Bfcg^^vV=i 5 : 1**6>6 : 1) , B#J^ (4. 6 2 g) 

'H-NMR (CDC1 3 ) 5 1.29 (3H, t), 3.48 (3H, s), 4.10 (2H, s), 4.23 (2H, q), 
4.61 (2H, s), 5.18 (2H, s), 6.96-7.05 (3H. m), 7.27 (1H, t). 

##013 0 

[ (3-t Kn^v/^y^U) f-ju 



{ [3- (p< h*i/) -O-v^/V] BH»3i^/V (4. 6 2g) 

wai^y— (5 0ml) ^(C, ft&gfc (3ml) SrfflT?*!]*., 8fe 

P-7h/77>{H:t^L (^-^^ : R»3i^= 3 : 1) , (2.. 
3 6 g) Srtttt*^ LT#*: 0 

1 H-NMR (CDClj ) 5 1.29 (3H, t), 4.10 (2H, s), 4.24 (2H, q), 4.59 (2H, s), 
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5.18 (1H, s), 6.75-6.81 (1H. m), 6.88-6.92 (2H, m). 7.22 (1H, t). 
###13 1 

[3- b*is* h*f) 7x^] Y^-^t^tV 



(3-fc Ko^r->7i-/V) (10. 5 g) (Dr h7th'D77^ (15 

0ml) Wm^. Tk^T, N-xf/V^VT'P^T^ (2 6. 3ml) * 
iPx.s 0. 5^it#Lfc„ cnt£*«*^/M?vl'^— 7%^ (1 3. 8 g) 

S:^t^px.> 6 o'er— ift^bfc 0 K/&$e£7M-a#\ ^^u-c2H]i 

g^n3vu=6 : 1j&>£>3 : 1) „ g#J^ (14. 8 g) «ifei:tt#fc t 
'H-NMR (CDC1 3 ) 5 3.42 (3H, s), 3.47 (3H, s), 3.64 (2H, s), 5.17 (2H, s), 
5.24 (2H, s). 6.92-6.98 (3H, m), 7.24 (1H, t). 

###J 3 2 

[3- (^ 7=.-^ mm 



[3- (^h*^h^r*» IW^ h=*vO<7VW (14. 8g) % 

TK^b-^ h U (4. 9 3 g) , — /Is (50ml) x tK (100ml), 

7h7kKc77^(50ml) OiB^te&MT*— Lfc. 

!:«>!J*yW9^BT h/77-f-CT»«L (^^rty:»^^=3 : 

1^1:1), 1^(11. 2g) fc»«*iU-Cftfc. 

1 H-NMR (CDC1 3 ) 6 3.48 (3H, s), 3.63 (2H, s), 5.17 (2H, s), 6.91-6.99 (3H, 
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[3- U h^rvo* b^vO 7*=.^] ^ (11. 2 g) <7)x h7t Ko7 
7> (150ml)»l, 1 ' -#^#-yWvM ^'/-^ (1 0. 2g) 

7VWE-/7J U *.Mg (10. 7g) *5j;^^b-^^^!7^ (3. OOg) £^ 

,1^=6 : ld^3: 1) , B$)4ft (10. 7g) &mftk b-C#fc„ 

'H-NMR (CDC1 3 ) 5 1.27 (3H, t), 3.45 (2H, s), 3.47 (3H, s), 3.80 (2H, s), 

4.17 (2H, q), 5.16 (2H, s), 6.83-6.98 (3H, m), 7.25 (1H, t). 

##011 3 4 

4- [3- h*ci/* h^rvO 7x=/U] ^^ifccfvP 



4- [3- (p< h^v-pt hdri/) 7xn;u] - 3-t*y^y»xf^(6. 

2 8 g )©^y-;K4 om i)^(c.7k^T, Tkmit* $m-r Y V -7^ (0. 

8 9g) &&*\Ztoz_ y ^(D^O. 5fl#IHM*#Ui:. BU&mizmtTl'*-? 

«i«Sr«JBEe*U-C» 3-fc Kndf-v/-4- [3- U h*5o< h 
thy ac^vUT ^ ^ ( 4 . 93ml) <D&&^A' (100m 
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1 ) 1%m^ TktfTF, * * ^*fr*Z/fjL9 a V K (3. 2 4 g) ©ftl^c Tvi" (3 

omi) *tt*isTu o. sb^ji^l*:,, &cfcitiR*«iau r 

^>V<Dl&&mi*m&toh VXntCo :0i^rh7kKn77y (6 0m 
1) fH»a»U 1, 8-^71ff^n [5. 4. 0] (3. 
9 5 g) Sr^iaJcT^x., 1 fl#raJ£#Lfc e K*SJR©»MC4r»aE«*b, 

oi^/V= 6 : 1) , SL4- [3- h=*» h*'» 7 ^=-/^ 

-k-QmzmW®><D h/tels (3 0ml) -oc^/-/p (5ml) 

(h!J7x=M77^y) ej^*^ (I) (0. 6 5 g) £rftUfc£ LT, 

1) % gftgi (3. 6 7g) «itU#fc. 

1 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.87-2.03 (2H, m), 2.32 (2H, t), 2.63 (2H, 
t), 3.48 (3H, s), 4.13 (2H, q), 5.17 (2H. s), 6.81-6.91 (3H, m), 7.20 (1H, 
dd). 

#%#J 3 5 

4- (3-fcKn^77i=/l/) -fZ^^^^/V 



4- [3- b*r~>* h^rvO 7 ^—S^ ^gft^n^vi, (3. 67g) © 
i^;-;K50ml) itf&K, IfiK (3ml) ZMUytiD*.^ &ffi-C— 0MJt 

▼ h^^-f-fc-OJHKL (^^i^V : Mfct^Tl^S : l) , (2. 7 
2g) *»tt«iLtftfc. 

'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.89-1.99 (2H, ra), 2.32 (2H, t), 2.60 (2H, 

t), 4.12 (2H, q), 4.97 (1H, s), 6.65-6.68 (2H, m), 6.74 (1H, d), 7.14 (1H, 
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dd). 

&*sm 3 6 

3- (4-fc Fodr«>- 2-*=?)\<y ;V) 7v ttlfk^tV 

ft-Mik-)- hV *>J* (1. 3 3 g) (Df f7t KP77^»i (10 0ml) 
lcv^?vu*;**/g^^/w (4. 16ml) Srzk^TT-iBiT U 305^^ 
Lfc„ r©SMt 2 - ^4 -^y^;Vt=f ^yXT/uf t K (5. O g) 
OTh7kKn77« (25ml) U 0^-2^1 Ml? 1 B£W 

mm^^= 3 : 1) {CiiU &t>tl1til&to&^f /—A- (60ml) (C^ft? 
10%^7i^l7A-^ (2g) Sr»«aeTT?JD^lt«, **s&u 

(-^rl*-^ : ft^oc^= l : l) -?*IHRU g#J^ (4. 4 3 g) 
LT#fc 0 

1 H-NMR (CDC1 3 ) .6 1.24 (3H, t), 2.25 (3H, s), 2.50-2.56 (2H, m), 2.85 (2H, 
dd), 4.13 (2H, q), 5.21 (1H, d), 6.57 (1H, dd). 6.62 (1H, d), 6.97 (1H, 
d). 

3 7 




^yyAter t-^h^K (4. 9 4 g) b*->^? >-mm>m (1 

00ml) 7 8t(C?££pU h^yx/l/^-zU^^/K yi/Jn K (4. 
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7 3g) ^*Dx. SftmmWVtCo JfcV>-C > 2-*3vW4 ^vvW*-*v~<>' 

X7/Vft K (4. 9 9g) (Dis* b*f^?^mm (50ml) $rflB;U -7 

8 "c-e i B#fS3, ^i&x* i n#[iajf # Lfc 0 ^ * j i «?m*DU&JSj!t Lfc. 

?7U= 1 0 : 3:1) T'*jf$3U iWt (3. 0 4 g) Zfeikb Ur#fc. 

St^51-52 , C; 'H-NMR (CDC1 3 ) 5 2.30 (3H, s), 3.58 (2H, s),' 5.04 (2H, s), 
6.77-6.79 (1H, m), 6.83 (1H. s), 7.22 (1H, d), 7.31-7.43 (5H, m). 

mnm 3 8 

[4- -2-^f/V7i=;W] itlMTvl' 




[4- (^is&ArHr**/) -2-*<?/V7 zc^/W] T-fe h — h (2. 9 7 
g) h7tKn77> (3 0ml) -a:*/— (30ml) 8#U£ 

7k^b^h!)-7A (30ml) ^D^L. JOfRBWKLfc. 6 l^MTSftt 

0ml) I^£ft?£-12\ (3. 4 6g) , 3-Kp<^> (1. 8ml) 

4— (~.*t~9- is 5 : 1) -CttfifU Stf)^ (1. 1 
3 g) *mttMb LTifc, 

' H-NMR (CDC1 3 ) 5 2.27 (3H, s), 3.57 (2H, s), 3.67 (3H, s), 5.03 (2H, s), 
6.74-6.83 (2H, ra), 7.10 (1H, d), 7.30-7.45 (5H, m). 



#%09 3 9 
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( 4 - t Kn 2-* =./U) *f-)\s 

HOv^^Me 

i,A^C02Me 

[ 4 - (-O - 2 - * 5v^:7 * ( 1 . 1 3 g ) 

<»*9J—Mm. (2 0ml) »C1 0%^95?^A-«3H (0. 6g) 
«ETT*;Dnx.fc&, *5fcg&U iIt?2PIBj)WLfc. ^#*«:5iBU Jtflt* 
^E@*b-C, Bfttt (0. 7 1g) 4fttt»tU#fc. 

1 H-NMR (CDC1 3 ) 5 2.24 (3H, s), 3.56 (2H, s), 3.69 (3H, s), 6.61-6.62 (2H, 
m), 7.02 (1H, d). 

4 0 

H 3 CO^O^^OMe 

*!JryAter t —~/Y^r\y K (4. 6 9 g) <Dv?^ h^S^^BMBifc (3 
Om 1 ) £-7 8 < C(C^S|1L, ^xy^M^MfMy^K (4. 4 
9g) ^D^l> 5#WBI#L;fc 0 &^-C, 2-^h*S'-4- Vh*iS*h* 
^yXT^t K (4. 1 Og) (O^ h^i/^^V^ (30ml) SrJD 
x_> -7 8ttl^ M-ei^m#LfCo /w*r*ltf., ll$MftP*& 

?VU=5 : 1j6>5>2 : 1) @ff)4fc (2. 1 3 g) UTftfc. 

1 H-NMR (CDC1 3 ) 5 3.48 (3H, s), 3.61 (2H, s), 3.84 (3H, s), 5.17 (2H, s), 
6.58-6.66 (2H, m), 7.22 (1H, d). 

1 

(4-t h^v^^/W) &§&* s f-il> 
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HO 



OMe 



[2-* h*->-4- -7^~;U] T± h— MJ/V (2. 

1 3 g) <£>3L*y-/V$g*jg (l 0ml) fcS&fefcBMfc^M (10ml) 

mmmm^tio mm.*™. N-^t/v*M7$ k (somn K^s-fr, 

^g£;&!)*A (2. 14g) , 3-h7^^ (1. 7 5g) ZDUz., 0 

3£jBE«a&bfc 0 mt**9 S—As (10ml) K 

iLt, zk#£|&*b*:^ ->!)*y/^7^^P-?h/77^- (^=*1J-^: 
g^ai?vu=5 :1H2: 1) "CfifgfU gffj#> (1. 3 2 g) %mWl®b b 

'H-NMR (CDC1 3 ) 6 3.55 (2H, s), 3.70 (3H, s), 3.71 (3H, s), 5.95 (1H, br 
s), 6.24-6.32 (2H, ra), 6.94 (1H, d). 

0mm 4 2 

(4-^^/U-2-^^7°h- 1, 3-^T^— /U-5-- Rlfe^/l' 



(4-^^V-2-^^^h- 1, 3-f7/- — T ;W) gfc& (10 
g) tf»*/-/l^$E (20 0ml) (Cfttiftg (0. 5ml) Sr*0x., J*«, *D 

TfcT-^bfc. SSTkBlEK^^^^A-e^, «JEEflM8bfc. 121^^ 

a B B (-*1^-gt^?vu) -0««IU SW^(7. 1 8 g) bT#fc 0 
H!,6l39-140 c C; 1 H-NMR (CDC1 3 ) 6 2.18 (3H, s), 3.51 (2H, s), 3.74 (3H, s), 
12. 15 (1H, br s). 
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###J4 3 



6- (-<>-^/M-^-» -2-t7FiSH^ 



o 



6-tKn*V-2-t7hx^ (17. 9 g) ON, N-i^fvl^VAT 
$ KJSftt (2 00ml) lH&fifcfr V £ A (32. 9 g ) , JWfc'OS^ (22. 

6ml) mux~m&W:Wi,tz e s»at^-c*3RU 7k. ftfDAifck-c 

*1M'-I»**7I') "T?»»lU @^ (2 6. 1 g) &B£kbVXmc 0 

IMK97-981C; 'h-nmr (cdci 3 ) a 5. is (2H, s), 5.40 (2H, s), 7.21-7.27 (2H, 

m), 7.31-7.49 (10H, m), 7.72 (1H, d), 7.84 (1H, d), 8.04 (1H, dd), 8.54 
(1H, s). 

##^J4 4 

[ 6 - Hy^^f-i/) - 2 -t7f;W] ^ ^ / —A' 



7k*fty f7A7^5 = 7A (2. 3 2g) »fh7tKa77«(l 
0 0ml) {r<>*Jfr7t**s) -2-t7Fi^7^ (15 

g) Orh7kKP77« (5 0ml) SrflHFU 0 "C"e 1 ttffllttt L1L„ 
7k ( 2 . 4ml), 15 %7k${b^- hV?J* (2. 4ml) , 7k (7. 2ml) 
Sr*n;i-CSJCfi:*rJirr&-t3\ M"C3 O^KflM^Lfc, ^R»£>5>ilU fh7t 

Kn77y«Lfc, £#&«EE*»U (^^r^V-St^^ 
/w) -Clt*U 1^ (10. lg) **SAi:UT#fe. 

jft^l41-142t:; 1 H-NMR (CDC1 3 ) 5 4.79 (2H, s), 5.16 (2H, s), 7.21-25 (2H, 
m), 7.33-7.51 (6H. m), 7.69-7.75 (3H, ra). 
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##0ij4 5 

6 - {'O&fr****/) - 2 Y TArf*. K 




[6- (-<>^^'» -2-t7f/W] ^^7— (5g) <DTh7t: K 
n^^^M (60ml) \Z-mt-?>#> (15g) SriD*.* MT?I*«8M$ 

attfcffiM (-^-If-^-aW^AO "CfiMKU Itt* (4. 0 8 g) 

BbftlOT-lOtfC; 'H-NMR (CDC1 3 ) 5 5.21 (2H, s), 7.24-7.50 (7H, m), 7.78 (1H, 
d), 7.88-7.92 (2H, m), 8.24 (1H, s), 10.08 (1H, s). 



###J4 6 

(E) -3 - [6- (^^/l^rvO U Al&ac^vl' 




*C0 2 Et 

TkSWfr*- h y 9 A (0. 4 6 g) ©t h7k Ko77>iiii (2 0ml) \Z 
g^oi^/u (4. 16ml) SttK^T-C^T U 30^I#L 
fc 0 iOS^JC6- (-<*&/U***s) -2-t7h7^ftK (2. 0 g) 
rofh7fcKn77^t (15ml) £jj§T U 0^2lWJt#U?c o lj| 

»e>Hfc»aE«:i?jes -e»»u (2. 09 g ) 

Ib&llO-llZ'C; 'H-NMR (CDCI3 ) 6 1.35 (3H. t), 4.28 (2H, q). 5.19 (2H, s), 
6.48 (1H, d), 7.22-7.27 (2H, m), 7.34-7.50 (5H, m), 7.60-7.85 (5H, m). 



#%01J4 7 
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3- (6-tKn^r^-2-t7f/V) Zfv b°^">^^^/V 



HO 




(E) - 3 - [6 - {*<ls*?A>tti/) - 2 -t7^] !> A*fc*?7U ( 1 . 
6 7g) «r:t*y— A- (15ml) 1 0%/<7^^A-ft» (0. 

5 g ) *mmfzmTx-m*.tz®, *§ng&u mm.-?m&ffl¥vfc 0 *mm*% 
e,2 : i) -cimbsu a wife (o. 8 6 g ) Sr«s*tur»fc. 

gi/£90-91 c C; 1 H-NMR (CDC1 3 ) 6 1.32 (3H, t), 2.70 (2H, t), 3.07 (2H, t), 
4.14 (2H, q), 5.54 (1H, s), 7.03-7.08 (2H, m), 7.24-7.29 (1H, m), 7.55-7.65 
(3H, m). 

###|4 8 

2- [5- (4-7/^a7x=^) -2-^^-3-7!)^]^^ 
Pr-n 



##0»ll4 (1) T'#fcl- [5- (4-7/^D7x=/l/) -2-^A- 
3-7y;>] zf# I/- 1 A J: «9 x ##0<Jl 2l^f*ffiilH«^Ut > a 

Sfe^ge-g?^; 'h-nmr (cdci 3 ) 5 0.92 (3H, t), 1.23-1.42 (2H, m), 1.62-1. so 

(1H, m), 1.89-2.07 (1H, m), 2.32 (3H, s), 3.45 (1H, t), 6.54 (1H, s), 7.03 
(2H, t), 7.57 (2H, dd). 




COOH 



##0|J 4 9 

2- [5- (4-7;Vin7i^) -2-^f/V-3-7U^] -Of^-l 
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Pr-n 



Me 



OH 



###|12 (2) -C#fc2- [5- (4-7/^n7i-/W) - 
3-7!)^] ^*>l£«fctK #%0U 3^-r^fife<>:^^LT, Btfj4&£# 

^^i; 'H-NMR (CDC1 3 ) 6 0.89 (3H, t), 1.19-1.62 (5H, m), 2.32 (3H, s), 
2.66-2. 76 (1H, tn), 3.58 (1H, dd). 3.71 (1H, dd), 6.40 (1H, s), 7.04 (2H, 
t), 7.57 (2H, dd). 

5 0 

3- ( { 2 ^/U- 5 - [4- (h^/l'tn^f/l/) ~7 =c =./W] -3-7U 



'{2-^^-5- [4- (MJ7yVtn^^v) :7*~A0 -3-7!J/H 
/V- (4. lZg) , 3-KKD^>X7A^KK (2. 4g) *5<fc 
U<M) -If-fr-fr^y 4 is (4. 9 g) c^T" h7t h*P77> (250ml) 
fcl, 1' - (7/<7*/^^) ^t^Ui^ (6. 1 g) &M-eJ0;tfc«, 

^ : g^^^=l 5 : 1^P>9 : 1) v 1^ (4. 3 0 g) SrUffci: LT# 

ife,£85-86 < C; 'H-NMR (CDC1 3 ) 6 2.44 (3H, s) , 4.95 (2H, s), 6.80 (1H, s), 
7.22-7.28 (1H, m), 7.47-7.52 (3H, ra), 7.60 (2H, d), 7.72 (2H, d), 10.00 
(1H, s). 

#%0»J 5 1 




WO 2004/022551 



PCT/JP2003/011308 



156 

<?*tims- [3- ( {2-^^-5- [4- (hV7^°^T^) 7^=- 



3 - ( { 2-/^^- 5 - [4- (MJ7;i/tn>f;v) 7x=;u] -3-7 
U/W h^vO 'OXT/l'ft K (2. 5 2 g) <d*# A> (2 Om 1 ) - 
7h7t KD77V (10ml) ^td, *#T. M> V (0. 

2 6g) Sr^a:, aiia-CO. 5l5M*«*Ufc. KJ&SK*r«£E*»Lfctft, 

±-e#7c?fi^x h V 5 > ( 1 . 5ml) ©gflfe^/l' (30ml) 

7K^T, K (0. 6 5ml) «r»TU 

u m#;m&mc. r©ai«*srN, n-^^vm^w* 

7 5 K (2 0ml) ^*fflfflft*y »A (1. 2g) MlC-OJO*.* 

•tO**3 0lll!18tfLfc. KJfi?»IS:*ffir. S»*^-A'T»2iaaWbfc. 3fe«>fc 

ftVU^Wi^^DT ^77>f- fCTMKL (^^>:g^^^=6 : 
1) > ^dfi»-^J:!j#*<lsLr. lttJ«J (2. 5 0g) *fe*i:U-C#fc. BfcA 
90-91*0; 'H-NMR (CDC1 3 ) 6 2.35 (3H, s), 2.41 (3H, s), 4.10 (2H, s), 4.85 
(2H, s), 6.78 (1H, s), 6.83-6.91 (3H, m), 7.22 (1H, t), 7.59 (2H, d), 7.70 
(2H, d). 

5 2 

[4-7/M-P-3- (p< h^r"» 7x=/W] 



4-7;Vtn-3-tKBif^Ifi (9. 8 1 g) Of h7tKn77> 





F 
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(10 0ml) ^j&lC, ^ig.'CN-^/l'vM' y Zfxi \?j\,T ^ (17. 9 g ) 
IrADx:, 0. 5B#FM#L*: 0 ;Hl^no^f;Mf/Vx-f/Kl2. 6 g) 

&mm.-&mz.. 6 ox;x*-m.mftvtc e Busm&yMzmg % 

**ftPf!>A7/u5=!?i» (3. 6 g) <£>-r f«7t Kn77> (1 00ml) 

sstt^Ttit^fc »tiof b 7 1 Kti 7 7 > (loomi) mm&m 

TU S8ft-C— Bfeift#Lfc. SJE&^*7k^LT, tK (3. 5ml) . 1 5%7k& 
^hy«>A7k*« (3. 5ml),* (9ml) SrHUfcJBT LT, ig»tf>7k#if 

fc. # e>*Lfcft^j*4fe«r y # 7A^DTh^77>f — ic-c&jk u cm 

, Sift^ (11. 3g) LT#fc 0 
'H-NMR (CDC1,) 5 1.75 (1H, t), 3.53 (3H, s), 4.63 (2H, d), 5.22 (2H, s), 
6.95 (1H, ddd), 7.06 .(1H, dd), 7.20 (1H, dd). 

###| 5 3 



#y 2 4 tc^-r^fe t mmz. l-c, @ ^^#fc 0 

tbftyo; 1 H-NMR (CDC1 3 ) 5 1.29 (3H, t), 3.07 (2H, s), 3.52 (3H, s), 3.78 

(2H, s), 4.18 (2H, q), 5.21 (2H, s), 6.92 (1H, ddd), 7.02 (1H, dd), 7.18 
(1H, dd). - 




#%0<J 5 4 

[ (4-:7vM-n-3-fc KD*'>^y^) 5^] M^^vt' 
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HO— — S^COOEt 



<0 , ###J 2 5 iZTFT^m t fStmK IT, g ft4fe*#fc. 

tt4^4to; 1 H-NMR (CDC1 3 ) 6 1.30 (3H, t), 3.06 (2H, s), 3.75 (2H, s), 4.18 
(2H, q), 5.22 (1H, d), 6.81 (1H, ddd), 6.97-7.03 (2H, m). 



#%0>J 5 5 




2 - o - 5 - * h 3f ">-<yX7/Vf t K<t(3, ##0<J 2 3 {C^-f^ifc t 

ffittlfe; 1 H-NMR (CDCI3 ) 5 1.83 (1H, t), 3.79 (3H, s), 4.73 (2H, d), 6.76 
(1H, td), 6.93-6.99 (2H, m). 



#3w 5 6 




(2-7^o-5-^ Y*c*s-7 *$J— ###J 2 4 tc^f 

fa^; 1 H-NMR (CDC1 3 ) 5 1.30 (3H, t), 3.16 (2H, s), 3.79 (3H, s), 3.83 
(2H, s), 4.19 (2H, q), 6.71-6.79 (1H, m), 6.89 (lH,-dd), 6.98 (1H, t). 

###>J 5 7 
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HO 



XX, 



COOEt 



mtT/^K-VJ* (3. 6g) <T>Y/V3L^ (2 0ml) ^iiSlC. WSLH 1 - 
*9 (12. 7g) SrflDx., 0. 5B#wat#Ufc. CftK [ (2- 

7/U^-n-5-> 7"*] fftfezTvls (2. 8 1 g) O h/Uxy 

(20ml) ^SrM-CAD^L, iffl-e2l^r»Uc. ^J£j££*7KK&#\ 
^oi^-C'2lEli*ajLyt 0 **fe^®^457K«-v^^^^-C^^ 

(— *1f-^£>^=*1^ : mm^/U=3 : 1) „ gf$#> (1. 97g) 

'H-NMR (CDC1 3 ) 5 1.29 (3H, t), 3.15 (2H, s), 3.80 (2H, d), 4.18 (2H, q), 
5.04 (1H, s), 6.69 (1H, td), 6.83 (1H, dd), 6.91 (1H, t). 

##0115 8 

1- { 2-ff-/V- 5 - [4- (h!J7/Utn>f/V) 7x=/U] -3-Z7]}^} 



1, 8-T1ffc*v'^n [5. 4. 0] - 7 - "7 -fe > (18. 8g) <D hjV 
(5 0ml) m&K., 7k#T, 7tf/U7th> (1. 2 4g) <D h/U^V 



wtU(C2-^D^-4' - ( MJ 7/Vtn^f/V) Tir h7x/y (33. lg) 
WWny (8 0ml) ^*7k^T-e?ST U $ b KM"? 2 BfBaif # Ufco 

UliiU ^D^y/^ft^^/v-^drf-^ (1:1) -Cgfc^LfCo £i#>*:igf& 

mmz4- h/l^V;^*>&- lTKfP^J (2. 4g)£*Dx.T, 100ttl. 



o 




(30ml) ^^7k^T-C-^TUfc„ ^fK^-?:^^^ 1 0£f B m#Lfc^ s 
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^:»ixf^=15 : 1) „ ^^^/-/^^M^bbT, (10. 7 
g) *&£kk^xmc 0 

16^87-88^; 1 H-NMR (CDC1 3 ) 5 2.48 (3H, s), 2.69 (3H, s), 6.98 (1H, s), 
7.64 (2H, d), 7.75 (2H, d). 

#%#J 5 9 



[4 3 - (p< h=^>.* 7i= yu] ;V (2. 3 5 

g) , T-fe h^T^-t Ky > (l. 6 1 g) *3itJ«hy zfj-jv-fo^y 4 1/ (3. 
8 3g) ©rh7tKD77V (7 0ml) OroT/^^Vgv'x 

^/ucDh^^mm (8. 3o g ) srM-cjn^.fc«, —mmwvtc 0 Kmm<D 

fcVi^-^^Tifc#Lfc 0 «K<o|SiKSr«£ES*UTH #e>nfcfi£jifc«5&S'y 
^y/^9A^D-vh^7^^-Jc:-C*tML ('v^^ : BWft3t^=9 : 1 
<b6 : 1) , @^ (2. 2 7g) *»0i*4:L"C#fc. 

1 H-NMR (CDC1 3 ) 5 3.53 (3H, s), 3.71 (2H, s), 5.23 (2H, s), 6.91-6.99 (1H, 
m), 7.05-7. 18 (2H, ra). 

6 0 

(4 -37,/M-n- 3-fc Ka^ri/^ai^/U) f^a^/u 



[4-7/u^-a-3- h^rv-) ^^^P] Tir h — (2. 

27g) , zkStfb?- bV^J* (2. 3g) , * (8ml) iSXTf^fi S—/l> (3 
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omi) <om&*to* 8 o x:x—mm,w Rfom<Dmi&zmj£'g£ u 

TO, *tlffi*-T?fi&tt«:BN4fc U g^^^T-2IUtttH 

m**-?;—^ (4 0mi) K*a»u *aift (o. 5m i) &;&n;L, 8 o'er* 

3:1), (1. 50g) fcifcflMft* LT»fc. 

'H-NMR (CDC1 3 ) 8 1.26 (3H, t), 3.53 (2H, s), 4.15 (2H, q), 5.17 (1H, d), 
6.76 (1H, ddd), 6.94 (1H, dd), 7.01 (1H, dd). 

##03 6 1 

(2-7^*b- 5— * b*ri/7^=-/\s) T± b=-bV A* 



?fi#4£>; 1 H-NMR (CDC1 3 ) 5 3. 74 (2H, s), 3.80 (3H, s), 6.82 (1H, td), 6.94 
(1H, dd), 7.01 (1H, t). 

6 2 



(2-7/W^n-5-p< h^>7i=^) Tir MJ-yV (1. 9 1g) , * 
^ki-hy^^ (2. 3g),*(7ml) fcct^^y-zW (3 0ml) 0)1% 
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/K40ml) lCj&&»U &&Wt (0. 5ml) fc&Ix., 8 OtT- BfettH^Lfc. 

^HtT^^A (3. 9g) ©FA'iV (3 0ml) 11^1- 
*9 9^"f-0r— ;v (13. 5 g) SrAPx., 0. 5#'P B ^^LfCo itUcJb-tf&fc 
mik&KD hs^ls (2 0ml) mm&MmretiQ*.^ M"C2B*W8E^Ufc Q RJfc 

h^77^H:t»ffl!L (^f-^b^l^ : ffflfc*^*- 3 : i) , g#j 
* (1. 8 4 g) SrHflefcUTWfc. 

14^85-87^; 1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 3.61 (2H, d), 4.19 (2H, q), 
5.00 (1H, s), 6.65-6.73 (2H, m), 6.91 (1H, t). 

#%#J 6 3 

[3- (^ h^So* h^rV) -l-t^jvy ^>v\ J-;v 



Me 

3 - 1 k o * 2 - ^ 5^2? 6«n i •? , 5 2 {-^i-^fe ^ nm^ L 

Jftlflto; 1 H-NMR (CDClj ) 5 1.58 (1H, t), 2.26 (3H, s), 3.49 (3H, s), 4.69 
(2H, d), 5.20 (2H, s), 7.03 (2H f d), 7.14 (1H, dd). 

###J 6 4 

[ (3-t Ko*->-2->^^^V) ^] gfc®^3vV 



Me 
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2 4l^t^i»LT> { [3- h*is* |>=*-» -2-^/U^ 
B 

'H-NMR (CDC1 3 ) 6 1.31 (3H, t), 2.27 (3H, s), 3.12 (2H, s), 3.85 
(2H, s), 4.20 (2H, q), 4.80 (1H. s), 6.71 (1H, d), 6.83 (1H, d), 7.00 (1H, 
t). 

###J6 5 

[2 -a: h^rv/- 5 - (Th7kKo-2H-f7>-2 — < ~7 



6 OVofcmfc-r h V !)i»«^7 7^yl» (2. 9 8 g) fc^*^-? 
2&5fciMfc, 7h 7 tKn77> (3 0ml) fc»»U wtLJC2-t Kcrdri/ 
-5-(7h7tKD-2H-k7^-2 ->T 3?MBM f-A* (10. 

9g) ©7h7tKn77> (80ml) 7jC^T"CJ!3D^s 3 0^» 

LfCo rfttca^fc^A- (4. 16ml) ^Tk^T^Px.. 60 < CT*2B^it# 

zK^fcy ^AT/l^^A (2. 5 g) CD-X F7t Ka77> (100ml) 
^fKJCTk^TT'i-C^fefft^^T" h 7 t Ko77> (10 0ml) mWL*m 
TU M-C-BfeaWLfe. 50Sifc£*#L-C, tK (2. 5ml) , 15%7k& 
^hy^ATK^ (2. 5ml) . 7k (6ml) ^WS&fSTLT. iiPJ^Tk^ 

fco # bnfca^^^^y7jy/W7>7A^D-x- h^^7^-(c-cim$5{L (— * 

•y-^ : ffl5»3i7vi,= 6 : 1*^2 : l) , g (6. 6 4 g) ^?fi^#I<t IT 




WO 2004/022551 



PCT/JP2003/011308 



164 



1 H-NMR (CDC1 3 ) 5 1.42 (3H, t), 1.53-2.05 (6H, m), 2.49 (1H, t), 3.53-3.64 
(1H, m), 3.87-4.00 (1H, m), 4.04 (2H, q), 4.65 (2H, d), 5.31 (1H, t), 6.78 
(1H, d), 6.91-7.10 (2H, ro). 

###J 6 6 

[ ( 2 -31 h 5 - k FP^r^V^) ^3-] ftlfcE^vw 



[ 2 -3c b5-i/- 5 - (fh7k Ko-2H-t'7y-2-^/^^» 7x 

ifctWfe; 'H-NMR (CDC1 3 ) 6 1.29 (3H, t), 1.40 (3H, t), 3.17 (2H, s), 3.80 

(2H, s), 4.00 (2H, q), 4.19 (2H, q), 4.69 (1H, s), 6.66-6.81 (3H, m). 

mnm 6 7 



5 [3- h^v-^ h*-» ) 

tt«4fc; 'H-NMR (CDCI3) 6 1.25 (3H, t), 2.19 (3H, s), 3.64 (2H, s), 4.16 
(2H, q), 4.85 (1H, s), 6.69 (1H, d), 6.79 (1H, d), 7.02 (1H, t). 




COOEt 




Me 



###J 6 8 

[3- h^rv/^ hdrvO -4-^^7^— /U] J— )\> 



WO 2004/022551 



PCT/JP2003/011308 



165 



MOM 



OH 



jAfttt; 1 H-NMR (CDC1 3 ) 6 1.65 (1H, t), 2.24 (3H, s), 3.49 (3H, s), 4.64 
(2H, d), 5.22 (2H, s), 6.91 (1H, dd), 7.06 (1H, s), 7.14 (1H, d). 

###16 9 



^Ji. ^-L ^COOEt 

[3- h*So< h=*^) -4-^f/U7x=;v] 
2 4{C^i-^&<klU^CLT:, { [3- (* h=*i/^ h3r*» -4-*^/W< 

^^-} m&^*&n. zfr*$b\z.&2:m 2 5 i^t^ftt^iLt, 

A^lto; 1 H-NMR (CDCI3 ) 8 1.29 (3H, t), 2.23 (3H, s), 3.07 (2H, s), 3.75 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.78 (1H, s), 6.80 (1H, d), 7.06 (1H, 
d). 

7 0 

1- Y**s-7 -79^-\-ar— ;v 



3 — * h^v^VXT/l^k K (13. 1 g) Wfh7t Kn77> (10 0 
m 1 )^|C2i^7'o t>T^->r>A7*D > K<Ofh7t F'P77«(7 
2ml) ^-7 8ttiTU £t/£f££-5 0 < CT*l^r«m^Lfc„ SfSf££ri£ 





Pr-n 
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m (14. 8g) t*ft*i:Utftfc. 

1 H-NMR (CDC1 3 ) 5 0.93 (3H, t), 1.21-1.53 (2H, ra), 1.61-1.83 (2H, ra), 1.82 
(1H, d), 3.82 (3H, s), 4.62-4.71 (1H, m), 6.79-6.84 (1H, m), 6.91-6.94 (2H, 
m), 7.26 (1H, t). 

###J 7 1 



1- (3 b*ris7* — /W) -f9^—\—Hr- (3. 8 9g) , h!)^ 
^7 5V (4. 5ml) ©gftfezc^vu (3 0ml) tK^T, ^V*^ 

K (2. Oml) 4r»TU *<D%tLO. 5B#fM#Lfc 0 £Cfc 

%l&ntc 0 £0>Jfc:|#Bj£N, N-^W/VAT? K (1 5ml) fc$gj&»U 

a (3. 7 g ) & x sh&-?jp*V 5 ofe- wiiuft. r^jk 

7^-|It»iL-C (^fy:ftgx^=l5 : 1) , SttfeU. 4 1 g) 

'H-NMR (CDC1 3 ) 5 0.90 (3H, t), 1.17-1.46 (2H, m), 1.89 (2H, q), 2.29 (3H, 
s), 3.80 (3H, s), 4.55 (1H, t), 6.74-6.90 (3H, m), 7.22 (1H, t). 

7 2 

{ [1- (3-^ b*~>7 = =.A') Zf^fVl J-^r) fflslftoc^yU 




Pr-n 
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«-filfc*S- [1- (3-^ b*->7*~M ^/U] (1. 8 9g) <Dt* 
(5 0ml) Tkmt-i-b'J^J^ (0. 3 2g) Sr^S-eADx, ^ 

<D*-timmimvtc 0 ^mcoma^w&m^xmw^ntio &t>titc.m# 

£N. N-^WAA7 5 K(20ml) (C^b, ^o^ggjc^/w ( l . 

imi) feme-cap*., eoti'i^wuc, £j&a£fe7Kaf\ 

(^*V-^:Wm^*=9 :1), lttft(l. 60g) *»««ft LT^fc 
'H-NMR (CDC1,) 5 0.88 (3H, t), 1.22-1.39 (2H, m), 1.26 (3H, t), 1.73-1.89 
(2H, m), 2.90 (1H, d), 3.00 (1H, d), 3.81 (3H, s), 3.96 (1H, dd), 4.13 (2H, 
dq), 6.76-6.80 (1H, m), 6.87-6.90 (2H, m), 7.22 (1H, t). 

7 3 

{ [1- (3-fc Kn^7x=^) zf^-/^\ m&^;\, 



{ [1- (3 -J Y*r*S7 T^U] ffiSt^TJl'XVs ##0115 

7\Z7jk-f3f&:kmmzl,X, g#J#lfe#*: 0 

tfoViyo; 'H-NMR (CDC1 3 ) 6 0.88 (3H, t), 1.21-1.40 (2H, ra), 1.26 (3H, t), 

1.75-1.88 (2H, ra), 2.91 (1H, d), 3.02 (1H, d), 3.94 (1H, t), 4.13 (2H, q), 

4.90 (1H, s), 6.69-6.75 (1H, in), 6.82 (1H, t), 6.87 (1H, d), 7.18 (1H, t). 

7 4 

ftK4-^uo-3- (J b*i/* b*'» *0*s>V - 



2-^ P ti — 4-^9-/^y^/— A" (5. 1 9 g) Or t>7k Kn77V (5 
Oral) feme ^S.T-N-^^UiX-r y^o fcVUZ^: > (8. 3ml) fe;!jPx_, 




Me 
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0 . 5 H#MJ*# bfeo CI > o d ^ ^/V^ Tvl/oc— y * ( 3 . 8 g ) SrM-C 

jo*., 6 0"c-e-Wii«^bfc. s^$r7K(ca#\ iw^A^2is«iaufc. 

-fc"C#fc*M**J, N-yu^i/W^K (6. 5g) , 2, 2' -T^/tf 
* Wy^fD-hy/P) (0. 5g) (OmmtmM (3 0ml) «f»Sr3B#|«J 

}tW$>$:N, N-^fMM7 5K (50nil) K$&&»U g^^hy^A 
(6. Og) ^iSt'j)Di, 6 ortr-BftM^b^:,, Bt^^ 

(^f-i^ : BFSfe^/^=9 : 1*^6 : 1) v S#J^ (2. 2 9g) Sr^^» 

•H-NMR (CDC1 3 ) 5 2. 11 (3H, s), 3.53 (3H, s), 5.04 (2H, s), 5.26 (2H, s), 
6.95 (1H, dd), 7.16 (1H, d), 7.35 (1H, d). 

7 5 



|^4-^n-3- (p< h=¥v-^ h**/) (2. 2 9g) , 1 £!3£ 

yfKBMt'*' h y P AtK^ (14ml) , ^ / — /U (20ml) » f h7t Kn 

77^(20mi) cl^fttifl-e-ftPLfc. SJSiSrili, TkTMfrRU 

y^^riibfc^, j§SSE4r«BE9*, (1. 9 2g) Lt#fc. 

'H-NMR (CDC1 3 ) 8 1.82 (1H, br t), 3.52 (3H, s), 4.65 (2H, d), 5.26 (2H, 
s), 6.95 (1H, tdd), 7.18 (1H, d), 7.34 (1H, d). 
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#%#J 7 6 

[ (4-^ciP-3-t Kn 3rv~<:xv?/l') ^^"] RSfct^yu. 

HO X^v^.S^COOEt 

[4-^dd-3- h*is* b^^» 7x-;u] * / -/u J: 9 . ##0U 
2 4 ^-T^<h (p]^(C LT, { [4-^bd-3- (p< H^tvO 

%i#;<&); 1 H-NMR (CDC1 3 ) 6 1.29 (3H, t), 3.06 (2H, s), 3.76 (2H, s), 4.18 
(2H, q), 5.53 (1H, s), 6.85 (1H, dd). 7.01 (1H. d), 7.25 (1H, d). 

7 7 

H^3- (T-fe^V^*» - 5 -^/WO^A- 
Me 




3, 5 -v 5 ^ f/U7x y— /U (1 0. 1 g) (Dt°y (5 Om 1 ) 

^TX^mtT^^/V (7. 8g) SriD*., Bfett^b^Cc SF&^^TktC 

±-C#fcflW&U N-7'nW^->W5K (14. 8 g) , 2, 2' -7/ 
tr* Wy7fD=Mi;l,) (0. 3g) WE91t{b^m (5 0ml) mWi& 1 B# 

<7>fa*Mgj£N, N-^W/UA7^ K (5 0ml) te*a>U h ]) * 

A (13. 6g) SrMTSDD*, 6 0t:-C6l^W«»Ufc. g£ 
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Ml,X : BBfcn^/Wss 6 : 1 *»5> 3 : 1 ) , S#J#> (9. 87g) ^ 

1 H-NMR (CDC1,) 5 2.10 (3H, s), 2.29 (3H, s), 2.36 (3H, s), 5.05 (2H, s), 
6.86 (1H, s), 6.88 (1H, d), 7.02 (1H, d). 

7 8 

[3- h*ris) - 5 fvK7 *9J—A' 

Me 



g*&3- (T-fe^/^^V) (9- 87g) ^r^^y — 

)V (2 0ml) if H9fcK«J7?y (3 0ml) t£}§7)>U 0. 5&^7K®Kb 
^-hy^i^TK^ (8 9ml) 5:*ftTTiTL> lB#BflJ*#Lfc. S 

'TbV ->y #>7vv£iILfcm, »*SESr«JBE«*bt. ?fi^Sr#fc 0 

±r#fci^il©f b 7 t Kc 7 7 ^ (5 0ml) BHfcfcl, *ftTtN-xf 
/^y/atWT^V (4. 4ml) SrAPxi. 0. 5 B^Jf #Lfc„ ^ttlCi? 
DD^Wf;i/x-f^(l. 9m 1 ) SrO'CT'^x., 6 0°CX~— mMftVlto 

&foWi&7k\z&.z\ gtsfc^/vr- 2 Mai Lfc. M#>tt$m*te*mwtTy* 
f#fc»v i mfefcmti- h v VJ»7kmm uomi) » / * oo 

ml) . 7h7tKo77V (3 0ml) OTg-a^Sr^g-T*— UfeH^Lfc, 
«£SrtM. ;ia»#*?U ^oc^v-e2[E]»ffiUfCo m#fc**£g&*8*a&-7- 

DTh^77^l:«tt (^^> : S»*^=* 3 : lA»fc2 : 1) , 

itttt (2. lig) &mvtystvxmiZo 

1 H-NMR (CDC1,) 5 1.64 (1H, t), 2.33 (3H, s), 3.47 (3H, s), 4.63 (2H, d), 
5.16 (2H, s), 6.78 (1H, s), 6.83 (1H, s), 6.84 (1H, s). 
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7 9 



[ ( 3 - t Kn 5 — * ^/W^vW .^^-] aafc^fvU 



Me 



HO 



J& ■ 



COOEt 



[3- h**S* h=fr» -5-^^U7ai=/U] JU£V)^ 
2 4|C^f^jfei:»l.t, { [3- (p< h3f^ -5->^vWO 

'H-NMR (CDC1,) 5 1.29 (3H, t), 2.29 (3H, s), 3.09 (2H, s), 3.73 

(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.55 (1H, s), 6.62 (1H, s), 6.71 (1H, 
s). 

###J8 0 



flMftfe; 'H-NMR (CDC.lj) 6 1.26 (3H, t), 2.28 (3H, s), 3.51 <2H, s), 4.15 
(2H, q), 4.88 (1H, s), 6.55-6.58 (2H, m), 6.65 (1H, s). 




5 9\Z7F-r&fetmffiZLX. [3- U h*~>* ) -5-*^/U7 



###J8 1 
(2E) -3- [2-a^/U-5- 

* y /u^^/w 



(3-^ H^r->73i^/W) -3-^yyU] T 
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#^J6 (13) T*#7t [2-3i^-5- (3-^ Y*r*s-7^~J\A -3- 

tfWIfe; 1 H-NMR (CDC1 3 ) 6 1.32 (3H, t), 1.33 (3H, t), 2.84 (2H, q), 3.86 
(3Hs), 4.25 (2H, q), 6.13 (1H, d), 6.73 (1H, s), 6.83 (1H, ddd), 7.18-7.35 
(3H, m), 7.58 (1H, d). 

10 8 2 

3- [2-^^-5- (3-^ \>*~>7x.~A') - 3 -7 V lV\ -fxx f^^M 




(2E) -3- [2-^^-5- h^i/7x= )V) -3-^y/U] 

'H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.25 (3H, t), 2.49-2.75 (6H, m), 
3.85 (3H, s), 4. 14 (2H, q), 6.46 (1H, s), 6.76 (1H, ddd), 7.14-7.30 (3H, 
m). 

20 ###J 8 3 

3- [2-3i^/V-5- (3-^ Y**S7^~/V) -3-r-7V)V\ y>us<ls-l 
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3- [2— :**7U— 5- (3-^ Y* c y? -s-yijsu] /afty 

ttMftlfe; 'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.75-1.89 (2H, m), 2.47 (2H, t), 
2.65 (2H, q), 3.69 (2H, q), 3.85 (3H, s), 6.48 (1H, s), 6.73-6.79 (1H, m), 
7.15-7.30 (3H, m). 

##0i|8 4 

1- [3- h^r^p? h^rv-) 7zc^^] — ;V 



3— (p< h^V^< hSrv') -iyXTyVft K (13. 3 g) Of f>7t Kn7 
7^ (10 0ml) »l»f^^'>^A7'n>; K©f h7t h'P7 
yls&m (12 0ml) ^-78tTiTU SJ&$e£- 7 8^-? 1 B^Jf^U 

6 : 1^2 : 1) , 1K« (11. 4g) «r»«ftiUTftfc. 

'H-NMR (CDCI3) 6 1.49 (3H, d), 1.79 (1H, d), 3.49 (3H, s), 4.82-4.93 (1H, 

m), 5.19 (2H, s), 6.92-7.06 (3H, m), 7.27 (1H, t). 

##0118 5 

T^IMS- {1- [3- (^ h*V) 7x-^] at^vW 



Me 

1- [3- b*'» 7x=/u] 9* ^#«7 1C/T 

tttfett; ' H-NMR (CDC1 3 ) 5 1.64 (3H, d), 2.30 (3H, s), 3.48 (3H, s), 4.71 




Me 
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(1H, q), 5.17 (2H. s), 6.90-7.00 (3H, m), 7.23 (1H, t). 



8 6 

2- ( {1- [3- h*is* h*f) ol^-jV) f-^r) -2-*=f- 



MOM. 




COOEt 



f-tf-ffffifcS- {1- [3- (t< h*c*s) 7 = ~M XV . # 

ttW&Bl 1 H-NMR (CDC1 3 ) 6 1.20 (3H, t), 1.40 (3H, s), 1.52 (3H, s), 1.53 
(3H, d), 3.48 (3H, s), 3.96 (1H, q), 3.97 (1H, q), 4.09 (1H, q), 5.17 (2H, 
s), 6.88 (1H, ddd), 6.97 (1H, d), 6.99 (1H, s), 7.20 (1H, t). 

##08 8 7 



2- ( {1- [3- h*is) ^fvW -2-* 

/Co 

1 H-NMR (CDClj) 5 1.19 (3H, t), 1.40 (3H, s), 1.51 (3H, d), 1.52 

<3H, s), 3.92 (1H, q), 3.93 (1H, q), 4.06 (1H, q), 4..90 (1H, s), 6.67 (1H, 
ddd), 6.82 (1H, t), 6.87 (1H, d), 7.14 (1H, t). 




Me Me 



8 8 

2- [3- (*h*is* h*'» 7*u\f >V 
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mom. o J0U^cn 

Me 

1 - [3- h^v") J— jV (l. 59g) , T-t 

hyV7ytK!)V (1. lg) ^atMjyf^?^^ (3. 3ml) O 

7h5tKo77y (70mi) *&f£i-i, i' - cry >>e^ 

JJS^ (3. 3g) «:Mt?*pitfc«, -l!fe«9$Lfc„ SJ£f£<^&£a&E@± 

o-r h^77-f- (CTJ»$51U (^fyi^xf^lS : 1*^6 : 1) % 
IMtt (0. 8 8g) SrMitttit 

ffctf^; 1 H-NMR (CDC1 3 ) 5 1.64 (3H, d), 3.49 (3H, s), 3.87 (1H, q), 5.19 
(2H, s), 6.99-7.02 (3H, m), 7.30 (1H, t). 

8 9 




Me 



2- [3- U h*f? h*f) -7~=-)V\ Zfv h V A* £ V , #%#J 6 

tttttt; 'H-NMR (CDC1 3 ) 6 1.21 (3H, t), 1.47 (3H, d), 3.65 (1H, q), 4.06-4.38 
(2H, m), 4.88 (1H, s), 6.72 (1H, ddd), 6.79 (1H, dd), 6.85 (1H, d) f 7.17 
(1H, t). 

##0»J 9 0 

2- (2-7/M-o-4 - * h^i/? ^ / - 2 ^J^Zfa 
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MeO 



irYv 

Me U 



COOEt 



2-7/^d-4-p< h^7iy- /V- (5. 2 9g) ^2-^0^-2-^ 
f;^Dft>ii^ (8. 7 g) ON, N-v?^fMM7>; K (3 0m 

i) » * j» do. 3g) 9 o'er— ife^Lfco Kjfcsr 

(— ^rf-V : »^^= 1 5 : 1 ) , (5. 8 6g) 

1 H-NMR (CDC1 3 ) 6 1.31 (3H, t), 1.53 (6H, s), 3.75 (3H, s), 4.24 (2H, q), 
6.54 (1H, ddd), 6.63 (1H, dd), 6.98 (1H, t). 

###J 9 1 

2- (2-7/l'tn-4-tKD^7x/^) - 2 — * ^iVrfn fc^i"^ 



2- (2— 7/V*n-4-^ h^v-^ay ^V) -2-^f/V7nftyii 

Jfttttt; 'H-NMR (CDC1 3 ) 5 1.31 (3H, t), 1.52 (6H, d), 4.24 (2H, q), 4.89 
(1H, s), 6.46 (1H, ddd), 6.58 (1H, dd), 6.92 (1H, t). 




9 2 

2- { [3- (pt h^So* ^^/U] -2-^f^7n^ 
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MOM., 



COOEt 



Me Me 



3- (p< b*is* h*^) ^yyjVT^—fV (8. 26g) ( h V ^*f-jVT 
(10. 6ml) om^cTvi, (100ml) tK^T. > * 

*>^n!J K (7. Og) OftBfei^yu (3 0ml) &f£&?i§TU -?rO^* 
0. 5 B^if #Lfc 0 ±Cfcifcl8«r*iSU RK^^t?J5fc^Lfc„ 

2-t Ko^W yfS^^/w (13. 4 g) <0<r Yy fc Ko77> (10 0 

m i ) as^c, ^*&-e 6 o %*5{f to-?- h y $ j±<Dmhs<77 4 ismmm ( 4 . 1 

0ml) ^5r^ta-CAPxL % 6 5tf3Bf«Lfc, SJ&f£$r7fcK&#\ Sffift 

L (— ^i*"^ : R»at^= 1 5 : 1) , 1#J$J (5. 5 5g) tt 

1 H-NMR (CDC1 3 ) 8 1.31 (3H, t). 1.51 (6H, s), 3.48 (3H. s), 4.22 (2H, q), 
4.44 (2H, s), 5.18 (2H, s), 6.92-6.97 (1H, m), 7.02-7.08 (2H, m), 7.25 (1H, 
t). 

2 - [ ( 3 - fc Kd*->^s?/u) ^v-] - 2 -t^-ivfn ttlsm=.?-/u 



2- { [3- (p< h*v^ h^rvO ^^v^V] - 2 ^vl^n tf*- 

Jft#t4£>; 'H-NMR (CDCI3) 5 1-30 (3H, t), 1. 51 (6H, s), 4.22 (2H, q), 4.43 
(2H. s), 4.86 (1H, s), 6.71-6.76 (1H. m), 6.90-6.93 (2H, m), 7.19 (1H, t). 




^O^COOEt 
Me Me 
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9 4 

2- [ (TirfvW^v') - 5- [4- (hy7;^D^f^) 7^ 



2 -^^/u-5- [4- ( h y :7/M-n^^vU) 37^— /U] - 3 - 7 n gfp< fvV 
(13. 5 3g) «xf«(3 0 0ral) (£2, 2' -T^tT* (-Y V 
yfnb= hD/i^) (O. 3 9g) ( N-^^i/W;K(8. 4 8g) 
tap*., 2 ^Ppg^JP^jffijSE bfco igj&£3&E@* tti* £ *tt«JOia^*Sr»fc. 
nhfr-fc.U&tfo&N, N-^>f/V*WU* (10 0ml) Ki£*¥£i*:, ft 
tifThV'tJ* (7. 8 1 g) £flP;U M-C— Wf^Ufc. TKSrflO^ ftg?^ 

jK£«BES*Lfc. ^■>^^7A^n-rh/77^- (-^*^:x : ft 
^m^/v=5 : ltf>£>2 : 1) -C«f2KU (12. 4 7 g) ^IftHt 

gt^60-61 c C ; 'H-NMR (CDC1 3 ) 6 2.14 (3H, s), 3.89 (3H, s), 5.46 (2H, s), 
7.08 (1H, s), 7.66 (2H, d), 7.78 (2H, d). 

9 5 

2- (3i h^vot^Vl-) -5 - [4- (hy^yv^-n^^) 7*-/U] -3- 



/V] -3-7n^f;l/ (5. 0 g) h7tKo77^ (60ml) kt? 
/ -;u ( 6 0 m 1 ) ©«^Stltfc*#£-fr» 1 h i> -7^ (32ml) 

$r*Dx, LfCo $ <b£ 1 %Lfe7kWtfk-t M * A (20ml) £ii 




o 




2- [ (T-fefvM-^rv') ^^-/U] -5- [4- (h^/Vto^f/l') 7i = 
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#4fc£#fc 0 #e>;fxfc?lW&5£N, N — v 5 ^ J-frfcjVJ* 75 K (50ml) 
fl?£-l2\ 7K^b-^h^!>A (l. 7 6g) , afrffcac^A' (4. 6 8ml) 
^Tt?*Px.. 3«N»JM*Lfc. lft^lUfrAl^. l»x^T«!», 

M^>y*^7A^Dvh^77^- W>:SSi^=10 : 1 
*»e>5 : 1) -?*MKU (3. 6 5g) SrSl^i tT»fc. 

1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.39 (3H, t), 3.63 (2H. q), 4.34 (2H, q), 
4.85 (2H, s), 7. 04 (1H, s), 7.64 (2H, d), 7.78 (2H, d). 

##0119 6 

{2- h^-v-^/U) -5- [4- ( bV 7>Vj>rx2*=?->V) 7x^/1/] -3 



9 5 "C#fc 2 - h^^^A) -5- [4- (h!J7/PtD>f/V) 

fit>&103 — 105*0 ; 'H-NMR (CDC1 3 ) 5 1.26 (3H, dt), 3.60 (2H, dq), 4.57 (2H, 
s), 4.59 (2H, s), 6.77 (1H, s), 7.60 (2H, d), 7.73 (2H, d). 

mnm 9 7 

2- (4-kKD*->-2-^fMy^) IT^ ^gg^^A- 



2- h yyu) :7** >&Ji^vi, (6. 3ml) (D7h7th*n7 

7^ (5 0ml) mm\Z* 7k^T, 6 0 h !) !>A^)aaB^<7 7'-f 

««9 (1. 3 3g) ^ADX, 3 0#it#Lfc o r*UC4- (-O-^/U^drv/) - 
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2-^f^XX7^7t K (5. 0 g) Of h7k Kp77^ (3 Om 1 ) M 
Umm^Ltz 0 &hft1tlR£jffl9t:=-* (5 Oral) 

n^iix-i^tfci, io%^r^Mi (i. o g ) £"2jpx., 7kmmm 
nr. isx-M^Lt 0 mm*-*?-* h-e^iau Lfc. # 

®^?vU=l o : 1*^2 : 1) % gW^ (4. 7 9 g) Sr?fc:t£#j£ UT^7t 0 
1 H-NMR (CDC1 3 ) 5 0.91 (3H, t), 1.19 (3H, t), 1.48-1.75 (2H, m), 2.25 (3H, 
s), 2.47-2.72 (2H, m), 2.84 (1H, dd), 4.07 (2H, q), 4.83-5.05 (1H, br), 
6.52-6.62 (2H, m), 6.94 (1H, d). 

#%0ij9 7 (1) ~##fiR|9 7 (2) 



###I9 7 (1) 

3- (4-t Ko^v'-2-^f/l'7x=;l/) - 2 — j« ^-/Vfu f^V^c^vV 




rfi^ ; 'H-NMR (CDC1 3 ) 5 1. 16 (3H, d), 1. 19 (3H, t), 2. 25 (3H, s), 2. 53-2. 72 

(2H, m), 2.90-2.99 (1H, m), 4.19 (2H, q), 5.25 (1H, s), 6.54-6.63 (2H, m), 
6.94 (1H. d). 

#%#J9 7 (2) 

3- (4-t Kn^'>-2-^f/V7i^) -2 Y^r^u }£Hrl/f^f- 
JV 
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; 1 H-NMR (CDC1,) 5 1.32 (3H, t), 2.28 (3H, s), 2.95 (2H, d), 3.32 

(3H, s), 3.86-3.93 (1H, m), 4.18 (2H, q), 5.10 (lH, s), 6.56-6.64 (2H, m), 
7.00 (1H, dd). 

#%#J9 8 



A J A 



— A* (3. 7ml) ON, N-^^;WtM7 5F 

mm a oomi) izgrnxv <?j±(5. i g ) , ymwt^^is. 
9 6 g ) ^m*.. 5ott-^ mwvtc 0 wti®^ mm^/^x^^ mmm 

8Mv'y^^7A^n-7h^77>f- =¥1^^ : Wm^/U= 3 0 : 1 
tf>£>5 : 1) -C»3KU B«J«J (7. 1 1 g) frtttttt* UT#fc 0 
1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.45 (6H, s), 3.80 (3H, s), 4.10 (2H, q), 
6.84 (2H, d), 7.38 (2H, d). 

###J 9 9 

2- [ (4-fc Kn^^^/v) -2-^f^7nftyixf/i, 



/V S V C °2 Et 

XT a 



^kT/W$ = !7A (0. 8 8g) KY/V^s (5ml) te!B»£-B\ 

(3. 5ml) ^TL, *Sj-(C/i5^T-m#Ufc 0 -ErO^. 2- [ (4 
— * h^'>7i-/U) ^^j-] - 2 -^^/W^D (7. 06g) (D 

hyujt^fft (5ml) Sr^JP^, M-C3^F|BJ8lf^b*:. S^^{CtK^Dx., 
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-7VU) T»tt«U lft«M6. 2 3g) ^ H B B iLT#fc. 

Ht&68-69 < C ; 'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.47 (6H, s), 4.14 (2H, q), 

6.17 (1H, s), 6.68 (2H, d), 7.29 (2H, d). 

##0IJ 10 0 

3- (5 - ^ 1 V- 2 -^/W) /n^^xf/I/ 

3- (5-* h**S—2, 3-v?t h*n-l-^/77>-2 — /of 




(E) -3- (5-^ - 2-/o^>i 

(0. 8 1 g) ©Bfflfc=*Vl*tt (1 0ml) luiMT^l 0%^7 

v?j»-m.m (o. 2o g ) ^p^., 7K^#ia^Ts &m.x*immmwvtz 0 m 

7A^P-v)»^77^ (^dr-^> : W^tt^J^- 3 0 : ld^5 : 1) ^8! 
L, 3- (5-^ h^-1-^/77^-2 — r/W 7 , ot^yS!xf/l't 
3- (5-^h=^^-2, Ko-l-'<l/)/7 7>'-2-'f/l') 7"pf 

^vi&^/w (o. 8o g ) <Dta&m&mvttoki*x&iz. 

'H-NMR (CDC1 3 ) 5 1.25, 1.26 (3H, t), 1.98-2.09 (0. 86H, m), 2.47-2.55 (0. 86H, 
m), 2.69-2.90 (1.58H, m), 3.08 (1. 14H, t), 3.28 (0. 42H, ddd), 3.74 (1. 26H, 
s), 3.82 (1. 74H, s), 4.09-4.21 (2H, m), 4.70-4.85 (0. 42H, ra), 6.35 (0. 58H, 
d), 6.63-6.64 (0. 86H, m), 6.73-6.74 (0. 42H, m), 6.80 (0. 58H, dd), 6.94 (0. 58H, 
d), 7.27 (0.58H, d). 



10 1 

3- (5-tKB**/-l-^'/75^-2-^/l/) 7"uWy|i^ 
3- (5-kKc>V-2, 3-i?kKo-l-'«y^7?>-2-^) !7°n 
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HO 



HO 




CO^t 



+ 



C0 2 Et 



mtT/is^-VJ* (0. 8 8g) fch/U:n^ (5ml) »0»»Sii\ 
1r-}\> (3. 5ml) fcfiSTU ®-lZ./£Z>%.X'mW^tc 0 *:<0'&, 3- (5- 
* h^-is- 1 — ^/77 V- 2 — f^O 7*net>S|if;Vi3- (5— h 
3-v?t Ko-1-^/7 7^-2 — fAO 7*n ftyKx^© 
m&b (0. 80g)« h/ua;^»tt (5ml) SriOx, *a-C3B»|RM»«sbfc. 

77 4— (^t^:ffl|xf^=3 0 : 1 J&»£ 2 : 1) "OlfKU 3 — (5 — 
k Kn^«>-l-'<y/7 7>-2-'f^) 7*n^>iif/Vt3- (5 — t 
3-7kKD-l-^>/77y-2 — ( >v) zfu ^vftoi?- 
fr(Dm&V>> (0. 5 6g) ZtfitfiMk LT#fc 0 'H-NMR (CDC1 3 ) 5 1.25, 1.26 
(3H, t), 1.97-2.08 (0.84H. m), 2.47-2.55 (0. 84H, m), 2.70-2.85 (1. 56H, m), 
3.07 (1. 16H, t), 3.24 (0. 42H, dd), 4.07-4.21 (2H, m), 4.69-4.83 (0. 42H, 
m), 4.97 (0. 42H, s), 5.23 (0. 58H, s), 6.30 (0. 58H, d), 6.57 (0. 86H, s), 
6.65-6.67 (0.42H, ra), 6.72 (0. 58H, dd), 6.88 (0. 58H, d), 7.22 (0. 58H, d). 

###| 10 2 

(5-^ h^-l-'<>'/77y-2-'f/l') fflflfcc^vw 



(5-^ h=¥'>- 1 -^7 7^-2-^^) *f J— /U (2. 4 0 g) <D=T 
h7t KB75J4g«(l OOm lMdT-fe K^v^T^t KU^d. 8 5ml), 
h!)^y^^7^> (6. 71ml), 1, 1'- (T^S^/H*— ^) i^f 

(26. sog) ^jwtcipi, o*c-e2i$iBK mi^2mmmn^tz 0 



MeO. 
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^Sr^y*y/^7A^D-v h^7 7W-{CiiL(^=arf-^:g^^^=3 0 : 
1H10:1) > ifitttt&^fc. &btl1ttii#:V0&x-* (10ml) iZ 

8 ^eoTK^k-t- k v vj**mm ( i o m i ) *m^x~mmMm 
(o. imi) Mx.. -momsmvtic tm%.. mm^^ 

7^— (^*r~9-> : &m^7-fr= 2 0 : li^5 : 1) "CflHRU Bft* (0. 
4 6g) «tli:ltffc„ 

1 H-NMR (CDC1 3 ) 5 1.28 (3H, t), 3.79 (2H, s), 3.82 (3H, s), 4.20 (2H, q), 
6.55-6.56 (1H, m), 6.83 (1H, dd), 6.97 (1H, d), 7.31 (1H, dd). 

10 3 

(5-t Ko^ri/- 1 -^yj/79V- Sfflfe^^vi' 



1&<£T/l'$~VJ* (0. 5 3g) ^rh/U^V (4ml) 

Hr—)V (1. 6 5ml) SrjBTU *&— Klfc5£-eSI#Lfc. ^©f, (5 

h^E->-l ^/77y-2 — f/W) ft®^5vK£> (0. 37g) (O h/Ux.^ 

mm (4ml) SrJnx., M-C3l^|BJ!H*Ufc.o »C»^»lC*SrJ!JDx., StSfc^ 

^=20:1^^.5:1) Tit^U iWft (0. 2 9 g) SrJUrtMfei LT#fc 0 
•H-NMR (CDC1 3 ) 6 1.28 (3H, t), 3.78 (2H, s), 4.21 (2H, q), 5.10 (1H, s), 
6.48 (1H, d), 6.73 (1H, dd), 6.88 (1H, d), 7.24 (1H, d). 
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10 4 



2-t KD^i/-4-^ h^^yXT/Wrt K (1 0. Og) S:fh7t Ko 
77^ (200ml) \zmM^. K&TWViSZ'' (39ml) % h y 7;Vt 
n^*V*/V*>@H»7M& (12. 2ml) fcHSfcAU*., mfcX'-fatim Lfc 0 

nvh^77^- (^t^:S8|xf^=2 0: 1 5 : 1) "CUt^U i 

(13. 0 7g) ^»tt*tU#fc. 
1 H-NMR (CDCI3 ) 6 3.92 (3H, s), 6.87 (1H, d), 7.03 (1H, dd), 7.94 (1H, 
d), 10.12 (1H, s). 

#%0*J 10 5 

(E) -3- (4— *V*iy-2- { [ (h^^tn^^) 
^E-» 7 x. =./!✓) -2-7 p n-e>'^ai^/^ 



(6. 1 m 1 ) Or" h7tKo77^ (100ml) 

mmz. tkj^t, 6 o%7^m<t-rhv ^^(Dmm^^y^^mmm (2. 2 g ) 

*/l/$/u-5-/ K^«>7zn=yu (10. 0 g) <DT h7k Ko77^I (5 
0ml) 0t;-t?2l3IWfll#Lfc. Rjfcifcfc 1 fcJfcifcB&SraP*., g*8£^ 
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T*l-TfSBIb (^=ifiJ-> : 2 0 : l^blO : 1) x S#J$5 (9. 

0 7 g) tjftttlsiUTftt. 

'H-NMR (CDC1 3 ) 6 1.33 (3H, t), 3.86 (3H, s), 4.27 (2H, q), 6.38 (1H, d), 
6.86 (1H, d), 6.95 (1H, dd), 7.63 (1H, d), 7.80 (1H, d). 

###J 10 6 

(E) -3- (2-7!)/l'-4-^ h^7i-/V) - 2 -^n^^ggaL^vl" 



(E) -3- b*~>~2- { C (M)7^tP^f/V) *rVfo-;V\ * 

^■U) -7zsl~)V) -2—Zfn^<l^^^'f-jV (8. 9 2g) CON, N-^^f-JU^ 

fVKT $ k»« doomi) i^Hf#B*cTt*T y h y y^vi^ v ( 9 . 2 

ml) irh7^ (MJ7x=;u^7»fy) (1. 4 6 g) SriD 

= 30: l^f>20: 1^10 : 1) , gft^ (5. 84g) £ffl#c^<t LT 

1 H-NMR (CDC1 3 ) 5 1.32 (3H, t), 3.50 (2H, d), 3.81 (3H, s), 4.24 (2H, q), 
4.98-5.11 (2H, m), 5.87-6.00 (1H, m), 6. 25 (1H, d), 6.73-6.79 (2H, m), 7.55 
(1H, d), 7.91 (1H, d). 

10 7 

3- (4 h*'>- 2 -Zftx t>7x= ;U) •fuMjrU&.^T'A' 
MeO^ 



(E)-3-(2-7!)^-4-> ^•>7i-/l/)-2-7'D'<>Kif/l'(5. 
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2 3g) (OWm^-^mSL (5 0ml) 1 0%s<7 W J^-ftM (1. Og) 

£/fc4&& > y * 7^^D-7h^77^ — wows! l (-^^ v : mwt=> 

f^=3 0 : 1*»€>S : l) , B#)%> (5. 3 5 g) Ltftfc. 1 H-NMR 

(CDC1 3 ) 5 0.98 (3H, t), 1.25 (3H, t), 1.57-1.65 (2H, m), 2.51-2.58 (4H, 

m), 2.86-2.91 (2H, m), 3.77 (3H, m), 4.13 (2H, q), 6.65-6.70 (2H, ra), 7.04 
(1H, d). 

10 8 

3- (4-t Kn^-2-^nt;l/7x=/l/) zfn fc^V&^^VU 




i&ikT/\s^->}Jx (4. 0 2g) & (3 0ml) Hr9 9^ 

^Jr-fr (13ml) &«TU *&-tefcS*THJH$Ut. *<D'&. 3- (4- 
* h*cis— \?/V7^=./i,) -?u\Zjry&?u=J->v (3. 0 2g) (OYjVzsl 

domi) zmz.. mux'3tifmm&Ltc 0 Rj&m&mzTk&imz.. m 

^^/U=2 0 : l^b2 : 1) -C*ftSiU U#i®> (2. 5 2g) tft^tLt 

'H-NMR (CDC1 3 ) 6 0.97 (3H, t), 1.24 (3H, t), 1.52-1.65 (2H, m), 2.50-2.56 
(4H, ra), 2.85-2.90 (2H, m), 4.13 (2H, q), 6.59 (1H, dd), 6.63 (1H, d), 6.97 
(1H, d). 

10 9 
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CI 



MeO 




■CO 2 Et 



|.^v-2-^OP7x/-/l' (2. 0 g) CON, N-^f^A'AT 
5: KffiK (10ml) 2-/d^ ygg^^/V- (2. 0ml) SrflD*., * 
^T-C6 0%7K^b^ by ^i=K<Di5iLi!]/>7 7xf >-ffliffl%> (0. 6 6g) iSrAOx.. 



3o g ) sriiaou 5B#M&ift-c*#ufc. fcZyk^Txtoz-tc'ik. wm^^ 

^v=5 : 1) -CffSKU IA« (1. Olg) LT#fco 

'H-NMR (CDClj) 5 1.31 (3H, t), 1.56 (6H, s), 3.76 (3H, s), 4.26 (2H, q), 

6.68. (1H, dd), 6.92 (1H, d), 6.95 (1H, d). 

##0iJ 110 



###1 1 0 9 -C#fc 2 - (2-* h^v^^y -2-^^/V 

tt2R4& ; 1 H-MIR (CDC1 3 ) 6 1.30 (3H, t). 1.56 (6H, s), 4.26 (2H, q), 4.84 
(1H, s), 6.61 (1H, dd), 6.88 (1H, d) , 6.90 (1H, d). 

#=%#J 111 



CI 



HO 
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MOMO 



SAc 



[4-7/M-n-3- h^r^ h*-» 7i^] (5. 2 8 g) 

(Otim^f-frm®. (60ml) IC, ?mTX\ V V ^/1>T ^ > (4 . 8ml), 
* $ Z/7.;\sfr=-/l>? uyyfY (2. 31ml) £*&TU 30^Lfc o ^» 

f/V*y>A7$ K (10 0ml) ^Sffift* U «>A (3. 90g) 

«raD*sia"e2i*iHja»bfc. n^^-c^u 7k, ma-kmix-m^o m 

^^77>f- (^fy:»Sffxf^=10 : 1**^5 : 1) T?«3RU 
4*1 (5. 6 0g) t«i«*iLt#fc. 

'H-NMR (CDC1 3 ) 6 2.34 (3H. s), 3.52 (3H, s), 4.05 (2H, s), 5.19 (2H, s) , 
6.85-7.04 (2H, m), 7.12 (1H, dd). 

##01J 1 1 2 

2- { [4-7/^o-3- (* h*3o* h=*-» 'O'vVl/l ^} -2-^^" 



^i^>^^S- [4-7/U>J-ci-3- (t< h*5/> h^rvO A*] (2. 

sog) / — (20ml) [cim-feTkmt-rvy vj* (i imi) 

^;ft,£N, N-^^fyU*;UA7^; K (3 0ml) (£*§ft?£-t4\ £t&;& i> 
£A (2. 1 1 g) N yfiMfcn?yU (1. 8 0ml) ii£ 

x-mmnLTco mm^^x^mk. mo^m^xm^o f&fcmt*?* 
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-ryyyyj— (^dMf^ : ffi(|xfA«»3 0 : lHIO: 1) "CJHWRU S 
^ (1. 9 5g) &fla#:®>t U-C#fdo 

' H-NMR (CDC1 3 ) 5 1.27 (3H, t)> 1.52 (6H, s), 3.51 (3H, s) , 3.78 (2H, s), 
4.13 (2H, q), 5.20 (2H, s), 6.86-7.04 (2H, ra), 7.12 (1H, dd). 

1 3 

2 _ [ ( 4 _:7,M-D-3-b Ko*^^) -2-^^/U-7 p Dt°^- 



2 _ { [4-7,1^13-3- h=^» -<^^3 ^> 

/i^o t^^^A- ( 1 . 0 g ) <£>^ / ~ (10ml) t£ig&& ( 0 . 

5ml) **D*., 5 0 - 6 0*C"C l"»W«»Ufc. BBI^A'"?***, » 

lfrb2 : 1) -C*t*U IW* (0. 86 g) Ur#fc 0 

1 H-NMR (CDCI3 ) 6 1.27 (3H, t), 1.53 (6H, s), 3.75 (2H, s), 4.13 (2H, q), 

5.25 (1H, br), 6.74-6.79 (1H, m), 6.93-7.00 (2H, m). 

114 



1 1 1 Kftttttk t mm\z ut, 1 mm&mzo 

; 1 H-NMR (CDC1, ) 8 2. 35 (3H, s) , 3. 76 (3H, s) , 4. 1 1 (2H, s) , 6. 68-6. 76 
(1H, ra), 6.85-6.98 (2H, m). 
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##0U 115 



^##1 114 X-mtL^f S - ( 2 -7 Art a- 5-* h 

##^ji i 2\c7jk-r^mtmm^^x. b 

; 1 H-NMR (CDC1 3 ) 6 1.27 (3H, t), 1.55 (6H, s). 3.76 (3H, s), 3.84 
(2H, s), 4.11 (2H, q), 6.67-6.77 (1H, m), 6.85 (1H, dd), 6.92 (1H, t). 

###| 116 

2- [ (2-7/^n-5-t Kn^^y^) ^] -2->f;^Pt'i- 



115 -C#fc 2 - [ ( 2 — - 5 h ^-yOis/U) - 2 

fjvzfu \irt>m^?-A>± *> , ##m 108 iCTjk-tjjmt mmz it, i & 

W8> ; 1 H-NMR (CDCI3) 6 1.25 (3H, t), 1.55 (6H, s), 3.81 (2H, s), 4.10 
(2H, q), 5.40 (1H, s), 6.64-6.69 (1H, m), 6.80-6.93 (2H, ra). 

m^m 117 






F 
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1*^59-60^ ; 1 H-NMR (CDC1,) 8 1.87 (1H, t), 3.88 (3H, s), 4.75 (2H, d), 
6.88-7.09 (3H, ro). 

###)1 1 8 



##0ijl 1 7TWc (2-^/l^n-3-p< h^ri/7ai— /U) J— ^«t^ 
#Mt"0iJl 1 H^-r^iHI^{CLT, BWfcSr^fc. 

ttttfe ; 1 H-NMR (CDC1 3 ) 8 2. 38 (3H, s), 3. 86 (3H, s), 4. 16 (2H, d), 6. 82-7. 01 
(3H, m). 

##0>J 119 



##09 118 TWc^ * *y<f- S - ( 2 - n - 3 - ^ h * ^/W 
<t 0 x ##0>J 112 (C^-T^fei tT, B tfj^£#fc„ 

JfttWfe ; 1 H-NMR (CDC1 3 ) 8 1.28 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 3.88 
(3H, s), 4.14 (2H, q), 6.81-7.02 (3H, m). 

###>J 12 0 

2- [ (2-7^a-3-tKo^y^) 




F 
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HO 




S N ^C0 2 Et 



F 



##0ijl 1 9"C#fc2- [ (2-7/u^-d-3-^ h*iS'<>'i?M 5^] -2 

»^;'H-NMR (CDClj) 5 1.27 (3H, t), 1.55 (6H. s), 3.86 (2H, s), 4.13 
(2H, q), 5.29 (1H, d), 6.80-6.99 (3H. m). 

##0J 12 1 

(2 3-* h^-yy^^M T±b^h\)/^ 



JlMMfe ; * H-MIR (CDC1,) 6 3.76 (2H, s), 3.89 (3H, s), 6.91-7.15 (3H, m). 
###1 12 2 



(2-7/l^P- 3-;* h^v^^/P) Tir h~ h yA- (0. 7 7g) % 881 
^TK^b^hy^A (10ml) *5«tt/^^y— (10ml) (Dm&fo&—ffr 

Oml) fc«ri»U M (0. 1ml) ^Ox., — Bfc*P«tft3lELfc. 





WO 2004/022551 



PCT/JP2003/011308 



194 



(0. 7 9 g) ^Mittifc, 
'H-NMR (CDClj) 6 1.25 (3H, t). 3.65 (3H, s), 3.87 (2H, s), 4.16 (2H, q), 
6.79-6.90 (2H, m), 6.98-7.04 (1H, m). 

12 3 



1 2 2 tffc (2-7/M-n- 3-p< h*'>7 a-—*') 0 , 

#%#| 10 8 ^^-r^&t FI«U1 LT, B #)#>£#7t„ 

; 1 H-WR (CDC1 3 ) 6 1.26 (3H, t), 3.65 (2H, s), 4.17 (2H, q), 5.51 
(1H, s), 6.73-6.86 (1H, m). 6.88-6.98 (2H, m). 

###| 12 4 

4-^ per- 3- (P< h=¥->^ h*-» &MM&tJ h^-f*?-/^ 



(50ml) ICN-i^/^V/Dt'/l/T^ (9. 4ml) ^BB^f^ 
^ ^yUai— tvU (3. 5 m i) £JQ;L, — Bfe\ mmmm^tCo SH**^-*?** 

31^=3 0 : l*»b5 : 1) Tit^U |^ (4. 3 9 g) «r*^fc LT 
1 H-NMR (CDC1,) 6 3.53 (3H, s). 3.54 (3H, s), 5.31 (2H, s), 5.47 (2H, s), 




F 




4 _^ Dn _3_ t KB+^AfS (3. llg) ©fh7tKB77« 
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7.45 (1H, d), 7.68 (1H, dd), 7.84 (1H, d). 
12 5 




##0111 2 4T?#fc:4-i5'on-3- (p< h^rv^ h^vO gcMBM h=*->^ 

JEfltflfc ; 1 H-NMR (CDC1 3 ) 5 3. 52 (3H, s) , 4. 64 (2H, d) , 5. 25 (2H, s) , 6. 91-6. 96 
(1H, o), 7.17 (1H, d), 7.34 (1H, d). 



##01J 12 6 

[4-^dd-3- h^v/^ h=^» ^ai^/V] j*^/— (2. 0 1 g) % 
7thy->7yfcKyy (l. 4m 1 ) *5j;tf h V /fy^X7^y (5. Om 
1 ) h7th*D77> (100ml) *g*&Kl , 1 ' - (ry^/WJ}?=/U) 

•^txy^y ( 5 . 0 5g) SrMt?*P*.fc«. -tfMK#Lfc. S*SjK©»«E*> 
J*JEE9*U S^y^o bf/Pai— tvw£;&ox. % ifcJ8«r«S#JU V^n tVu^ 

*7A^D7 h^7 7^-{CT*t^L (^*^:il«3i^=3 0 : 1*»6>5 : 
1) » »MK4fo«:»fc. #f)iifci«Mx^y-/v (l 0ml) fc:^ft?$-a: % 8 
SDI*tflStM>!>A (5ml) SrflPx., -gfeflPf&itiflt Lfc c RJC&«<0»«E*« 

jes*u mi&mx-fcj&mzmiiiz u ^^^T'2®ttmLyb 0 s&fc^ 

^^#fc„#e>ttyt^^^i 0%J£g£->*./-/U(l Oml)l«^ 
(^*t>:ft»xfyi/=2 0 : 1^5 : 1) fc-CflMKU B6tl4fe (0. 5 5 
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g) %M^itt#fc, 

>H-NMR (CDC1 3 ) 5 3.56 (2H, s), 3.69 (3H, s), 5.68 (1H, s), 6.79 (1H, dd), 
6.94 (1H, d), 7.25 (1H, d). 

12 7 



#%#Jl 1 1 {^-r^&^^JcLT, ltfj^£#fc„ 
ffc^l'H-NMR (CDCI3 ) 5 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.23 
(2H, s), 6.88 (1H, dd), 7.09 (1H, d), 7.27 (1H, d). 

##0»J 12 8 

2 - [ (4-^p D -3-t KcidriX^i/v^/V) f-Url ~ 2 — * f-As-fxx ttf 



^f>?-*ms- [4-^on-3- h^f* h*^) ^^^] (1. 7 
2 g) <»z^9 J— fr— 7- h7t Kn77^ (1 Oml-1 Oml) ClM 
7K^k7" h !) !7^. (10ml) Sr^JPx.> M"C 3 0 fflfttt L/c e 1 

tit, mk^^x^mk. tk. «afp*itt*"T?i5fei^. abM**-*^* 

(3 0ml) Kift^y^A (1- 3 7g) ,.2-yD*>fy8«i 

^/V- (1. 2ml) fcflDiU 5 0rT*-l!fcj*#LfcL o i»3i^t?#««, tKx 

0:1H10:1) -e»*IU JfilKfc&Wfc. &hfrtzWm**-* (1 





Me Me 
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0ml) iC*&#$-H\ WkWBSt (0. 1ml) &1}QX_^ 6 0X:X-m.mWVtc o 

^v'^tm wm*mj£. i &3k Lxm^^mc„ mmz^vxy**?^* 

n-7h^77^- : m&^°3-jl,= 2 0 : 1*^5 : 1) "OftSIt, @ 

(o. 4 5 g ) *mmob\sX'&tz 0 

1 H-NMR (CDClj ) 5 1.27 (3H, t), 1.52 (6H, s), 3.76 (2H, s), 4.12 (2H, q), 
5.58 (1H, s), 6.82 (1H, dd), 6.98 (1H, d), 7.22 (1H, d). 

12 9 

(3-fc Ko^rix- 1H — r>^/-/P-l-/f/l/) g^n^vu 



3— fy^/yyy (5. o g ) con. N-^^fM/vArnM (iso 

ml) izmmUVV^ (5. 14g) , (4. 13ml) SrflO 

IhV-gtg&^/V) T'*i§5!U SfiMfe (1. 4 7g) ^iLTffc. 

18 1-182^ ; 1 H-NMR (CDC1 3 ) 8 1.25 (3H, t), 4.22 (2H, q), 4.84 (2H, 
s), 7.09-7.20 (2H, m), 7.41-7.49 (1H, m), 7.77 (1H, d). 

13 0 

5- h=*vo< b^-» -2-=hn^yX7^fk K 
MOMO^^^^CHO 



5 — t Ko df-i^— 2 — — h D^yXT^ft K (2 5g) <DN , N-i^^vU* 
/UAT 5 K^fR (300ml) I^do^ fvPpt fvuoc— tvu (13. 7ml) 

sriDx.. *&t-c 6 o %*miki- b v ^^(Dmm^y y w ^mmm c i . 2 g ) 




CO 2 Et 



OH 
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3 7 g) &m&t L-C^ 0 

gj!^68-69 0 C ; 'H-NMR (CDC1 3 ) 6 3.49 (3H, s), 5.29 (2H, s), 7.29 (1H, dd), 
7.46 (1H, d), 8.15 (1H, d), 10.45 (1H, s). 

13 1 

5- h=*rv') - 1 =■ % s— 2 -^VxK^^fvW 



5- (p< h^ri-"^ h^rvO — 2 — — h D^yX7/Vft K (2 0g) ON, N — 
^VW/tvVAT 5: K*g$t (3 0 0ml) {C^^"^ V ^—>vWizx-=f-;\, (12. 5 

m 1 ) tm&2>V (16. 3 6 g) ^Px., 6 O'CT*— Bfc&#L*:„ zk^D 

g^^^vT^fcBU. ^^-&fc^M^7k. ^fPAi£7k-e^#o &S7kiM^ 

^P?f.07-f- (-^drf-^ : glF^5vW= 3 0 : 1^5 : 1) -?*t$£U 

bw* (6. 6o g ) &mvtmtvx'&tto 

•H-NMR (CDC1 3 ) 6 1.40 (3H, t), 3.50 (3H, s), 4.39 (2H, q), 5.22 (2H, s), 
7.18 (1H, dd), 7.49 (1H, d), 7.72 (1H, d), 7.95 (1H, s). 

###J 13 2 

[5- (J h*i/J h*ris) -l-'<y/fxy-2-f/l'] J * J — 



###ll 3 l"C#fc5- (^ h^v^ h*^) - 1 

j^/fe74-75°C ; 'H-NMR (CDC1 3 ) 5 2.03 (1H, t), 3.50 (3H, s), 4.89 (2H, d), 
5.21 (2H, s), 7.05 (1H, dd), 7.12 (1H, d), 7.38 (1H, d), 7.67 (1H, d). 
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mnm i 3 3 



#%0>Jl 3 2t'ffc [5- M h^rv-y h^vO -1 2— 

^ * y — A> i •? . #%#J 8 8 (c^i-^r& £ L T » B W« 

»^ ;'H-NMR (CDC1 3 ) 5 3.51 (3H, s), 3.97 (2H, d), 5.22 (2H, s), 7.08 

(1H, dd), 7.23 (1H, s), 7.40 (1H, d), 7.65 (1H, d). 

13 4 

(5-tKo^>-l — — (sV) mfc*?-;v 



[5-(p< b*i'* h^»— 1 — ^i/^>-2 — f/u]7-fc K= 
0 3g) fc^*/-^ (10ml) K^^-fr. 8 M^zkg&fl^- h !) £ A (10 
ml) ZbnX. -BfobPfaKlftLfc. RJ^<0»&«r»E«* U ^^T*S^ 

®*i o%m.m-*? domi) mt?— «Mt#bfc. ^ 

= 4 : 1^2 : 1) CTMS L. Bftfe (0. 4 3 g) LT#^ 0 
§4^136-137^ ; 'H-NMR (CDC1 3 ) 5 3.75 (3H, s), 3.89 (2H, s), 5.09 (1H, 
s), 6.86 (1H, dd), 7.03 (1H, s), 7.10 (1H, d), 7.59 (1H, d). 

13 5 

5- (^ b**>?t Y*cis) - 1 -^'/f-t7x^- 2 -A^Art K 



#3f#Jl 3 2f#fc [5- (^ h*->^ - 1 -^<>y^Ji>-2-^/U] 
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1 H-NMR (CDC1,) 5 3.51 (3H, s), 5.25 (2H, s), 7.25 (1H, dd), 7.58 (1H, 
d), 7.78 (1H, d), 7.94 (1H, s), 10.07 (1H, s). 

###| 13 6 

(E) -3- [5- U h*iXp< -1 2 -4 A>] -2 

MOMOyx^ /r-C0 2 Et 



##01] 1 3 5-e#fc5- h*SO* -1 ^S*?*7^-2-* 

i»A81-82TC ;' H-NMR (CDC1 3 ) 5 1.34 (3H, t), 3.50 (3H, s), 4.27 (2H, q), 
5.22 (2H, s), 6.27 (1H, d), 7.11 (1H, dd), 7.37 (1H, s), 7. 41 (1H, d), 7.66 
XlH, d), 7.84 (1H, d). 

13 7 

3 _ [5 _ -1 ^/^^-2—<)V\ 7"cW^ 



(E) -3 - [5- h=¥-y) - 1 -^V'/^^- 2 /V] -2 

-^p^i^zc^ (1. 4 6g) ©fflpBft^^vWS?* (2 0ml) l£10%/^ 
(1- Og) SriDx. 7K*#ffi*T\ £ia-?-lfe«#Lfc. 

■7^7 7/f - : B5g|*^-/V=2 0 : 1 fr.h 5:1) KTttSlU @ 

W» (1. 2 0g) ^Mittifc, 

1 H-NMR (CDC1 3 ) 5 1.25 <3H, t), 2.73 (2H, t), 3.21 (2H, t). 3.50 (3H, s), 
4.16 <2H, q), 5.20 (2H, s), 6.96 (1H, s), 7.00 (1H, dd), 7,33 (1H, d), 7.62 
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#%09 13 8 

3- (5 -t Kodc->- i — <yyfxy- 2 -- f/u) :t°u f ^y-g^^vv 



3- [5- J^>p< h^r-» - 1 2 7°ci t*^->^ 

a^/W (1. 2 0g) fca^y-A- (2 0ml) ftjftgfe (1ml) 

^P^L, 6 0 < C-e3B#Pi9^#Uh o ^^J)ifcJES*L, Rixf/u-CtflL, 

5 : 1^P>1 : 1) -OltML, g#j4& (0. 8 7 g) ^ B ttT||fc„ 
IL611 1-113^0 ; l H-NMR (CDC1,) S 1.25 (3H, t), 2.73 (2H, t), 3.20 (2H, 
t). 4.16 (2H, q), 5.19 (1H. s), 6.82 (1H. dd), 6.89 (1H, s), 7.06 (1H, d), 
7.56 <1H, d). 

13 9 

(E) -4- {2-^5^-5- [4- ( h D ~7 * ~7 -3 



\^ ^OH 

(3-t Ko^v^o tVP) HJ7i=;^^^A/cU*(12. 4 1 g) 
©7h7tKo77y§iI (6 0ml) ^Tk^fCn -Zf^^) 3-$J» (1. 



- (HJ7;Ptn>f/u) -3-7^7/lTtK (6. 4 1 g) c^x 

h7tKP77^SI (50ml) £iSTU Wfl. 5«fM«^U*: 0 1 





6M ^*-*ls&m, 3 6ml)!:lTU 3 0^»#tt« 2-^^-5 - [4 
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^7A^D^h^77^- 3f1^ : mWt^/^= 10: 1H1 : 1) "C#t 
Mb, (4. 7 7g) fcfatf^t LTftfCo 

1 H-NMR (CDC1 3 ) 5 2.37 (3H, s), 2.47 (2H, q), 3.75 (2H, t), 5.90 (1H, dt), 
6.30 (1H, d), 6.82 (1H, s), 7.60 (2H, d), 7.70 (2H, d). 

14 0 

4- { 2 — ^fvW- 5 - [4- (FD7/^D^f/l/) 7 i^/U] 

- 1 



#t^Jl 3 9t#fc (E) -4- 5- [4- (b!)7;Vtn^f 

/V) -3-7U/W - 3-^7^-1 /UJ:5, #%^J9^-T 

ilWI* ; 'H-NMR (CDC1 3 ) 5 1.59-1.65 (5H, m), 2.29 (3H, s), 2.36-2.43 (2H, 
m), 3.64-3.70 (2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

#%0)J 14 1 

oi^v^-^S- { [5- h*~>* h*~» -1 ^>y^>-2-^jW] 



#%#Jl 3 2T'Hfc [5- - 1 — 2 — fyu] 

* y -/v-j: 9 » ill ^-r^s^i^- lt, nftvsznito 

; 1 H-NMR (CDC1 3 ) 5 2.37 (3H, s), 3.49 (3H, s), 4.35 (2H, s), 5.20 
(2H, s), 7.02 (1H, dd), 7.11 (1H, d), 7.34 (1H, d), 7.60-7.63 (1H, in). 




Me 




#%#J 14 2 

2- ( { [5- (J -1 ^y^l, — y^/W} 
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MOMi 




Me Me 



##«ryi 4 i-e#fc^^>^^-@fs- { [5- (p< h*i/) - l — 

<fc«P, ###)l 1 2 (OTW-^jifc^ Italic: LT, B 

1 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.55 (6H, s), 3.49 (3H, s), 4.10 (2H, s), 
4.11 (2H, q), 5.20 (2H, s), 7.00 (1H, dd), 7.08 (1H, s), 7.32 (1H, d), 7.60 
(1H, d). 

14 3 

2 - { [ ( 5 - 1 Kn^rv/- 1 -^y^f i>- 2 -^^) * ^/u] -2 



?B&4fc4^ ; 1 H-NMR (CDCI3) 6 1.25 (3H, t), 1.56 (6H, s), 4.05-4.16 (4H, m), 
4.93 (1H, s), 6.85 (1H, dd), 7.04 (1H, d), 7.08 (1H, d), 7.57 (1H, d). 

144 



TK^bil^^AT/W^-^A (9. 2 g) <Dy- h7t Kp77> (200ml) 
^^{d, )J(ftT, 2-^f;i/-3-7D®ifyi, (3 1. 1 g) ©7h7t K 




##€SJ1 4 2-C#fc2- ( { [5- (^ h=Sr->^ - 1 Cy^fxy- 
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(100ml) mm&ffiTU O'CT-l^iti^LfCc RjEfcfft&flcJfr L 
7K (9ml) . 15 %7kmiti- b V ?J»7kmWi (9ml) , * (23ml) 

±-c»fc»^» 4-n, N-^f^7$;ty-;y (1. 2 g ) , hyx 

fvKT^ ^ (3 3. 8ml ) Ot h7k Kp77> (2 50ml) ^fd, 
■Ctert-7'f;^DO^f^7^ (3 3. 5g) Hfc 

JjyJ^fxi-*? hi/7 7^-{CTJ»$5lL (— : ft^^/W= 1 5 : 1) , 1 
mm (3 8. 2g) Srtt^te^L-CWfc. 

1 H-NMR (CDC1 3 ) 5 0.08 (6H, s), 0.91 (9H, s), 2.26 (3H, s), 4.51 (2H, s), 
6.31 (1H, d), 7.22 (1H, d). 

&*SW 14 5 

tert-^f/V { [5- (5, 3, 2 ^ifs ]) -fls 

-2— f/U) -2-^^-3-7!)^] h^S^} ^?t^>7^ 



2, 2, 6, 6-f f^^f/H:^!)-^ (2 7. 9m 1 ) Or b? fc Kp7 
7^ (15 0ml) M^C. 7K^T"C-1. 6«£n-y?vH/ ^ £ Atf)^*-^ 
»tt (10 0ml) SriBTU lO^WLfc. SJC«^«5*- 7 8 
Lfc^ **S?h !)-f V^d f/U (4 0. 2 g) *3j;T>*t e r t -^vu (vM 
^vW [(2->f/l/-3-7!);l') ^h^]'>5V(2 4. 2g)^ADxfc 0 

r ti&- 7 8 °ct- 2 B*ra«t# vtcM.^ 4 m%wx'&* \z.mm\z.&m. u mfs-c* 
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JbT*#fc?frt#& t 2 . 2 - it* 4- fr- 1 , 3 - ^D/<y^^ (13. 3 
g ) <D (2 0 0ml ) .aStt*r*a-c— fciW^Lfc. £0£i££*-eifc#u 

r«^!L (^*-*^ : ftixf/V=3 0 : 1 9 : 1 ) , IMtt (12. 9 g) 

' H-NMR (CDC1 3 ) 5 0.07 (6H, s), 0.90 (9H, s), 1.01 (6H, s), 2.31 (3H, s), 
3.74 (4H, s), 4.50 (2H, s), 6.91 (1H, s). 

14 6 

[5 - (4-^< h^rv-7oL=/W) -2-^f/V-3-7!)/l/] *9/—JV 



tert-/f;M [5- (5, 5-^^-1, 3, 2 - vWrl^ D 
-2-^/V) -2->f/V-3-7JJ/l/] ^ h*i/} iSt^/Ui/?^ (4. 0 6 
g ) <D Y/U*^-7kt&&mm (3 Om l -3 0ml) frffStthWA (2. 5 
4g) , 4-70^7-y-/!/ (1. 8ml) &JmA. SiS*4B4rWflHftUfc 
7h7^ (MJ7x=/U^7^y) ^7^57 A (0. 7 0g) SrjDD*. 

una* m^mmr*?*^ 9 A-emms mm*w&m^x^mm*ntz. 0 mm* 

^!)*y^7A^D-7F^77>f- (^t>:Sltxf^=4 0 : 1 *><b 1 

0 : 1) MiiU »tt«tr#fe. -nSr-r h7t Ko^y^ (2 0ml) 

h7-n-/W^7A7o!J K(lMrf7t Kd77« 
15ml) &S5TU 1 B*iaHJH*Lfc 0 BWI^^-C***. 

£#fc„ lI^Vl)i;W7A^ovh/77^- : i£®^?vw= 

1 0 : Ifrbl : 1) -ettlliU Itt* (0. 7 8g) ^atifc, MM 
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62-64'C ; 1 H-NMR (CDC1 3 ) 5 2.34 (3H, s), 3.82 (3H. s), 4.49 (2H, s), 6.49 
(1H, s), 6.90 (2H, d), 7.55 (2H, d). 

&nm 14 6 ( i ) 1 4 6 (4 ) 

##il4 5f#fctert-yf/V{ [5- (5, 3, 2 

/^7y^^t57y-^7^ K«t 9. ##0>Jl 4 6lC*t^i«t 

14 6 ( 1 ) 

[5- (3-7/^n7x-/U) -2-^^v-3-7i;/V] ^^y— 



W&J ; 1 H-NMR (CDC1 3 ) 5 2. 36 (3H, s), 4. 50 (2H, s), 6. 65 (1H, s), 6. 85-6. 96 
(1H, m), 7.25-7.40 (3H, in). 

#3§#J1 4 6(2) 

{2-^5vV-5- [2- (HJ7^to^f/l/) :7^~/l/| -3--7])sls) * 

9 ; —jv 



ibVtm ; 1 H-NMR (CDCI3 ) 8 2. 37 (3H, s) , 4. 52 (2H, s) , 6. 69 (1H, s) , 7. 34-7. 39 
(1H, m), 7.51-7.56 (1H, m), 7.70-7.73 (2H, in). 




.OH 



F 




#MH&Jl 4 6 (3) 
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OH 



ifttfc#> ; 'H-NMR (CDC1 3 ) 8 2. 35 (3H, s), 4. 49 (2H, s), 6. 61 (1H, s), 7. 18-7. 24 
(1H, m), 7.31-7.37 (2H, m), 7.60 (2H, d). 

4 6 (4) 

[2— (4-^/l/7x-/l/) -3-7D/1/] tfS—Sl' 



84^79-80^ ; 'H-NMR (CDC1 3 ) 5 2.34 (6H. s), 4.49 (2H, s), 6.55 (1H, s), 
7. 14 (2H, dd), 7.49 (2H, dd). 

#%0IJ 14 7 

2- [ (3-^ h*S^7x=^) ^^"] ^-^^vl^ntf^g^^vu 



ifctM&j'H-NMR (CDClj ) 5 1.21 (3H, t), 1.49 (6H, s), 3.78 (3H, s), 4.11 
(2H, q), 6.88-6.91 (1H, m), 7.00-7.05 (2H, m), 7.18-7.25 (1H, m). 

14 8 

2- [ (3-fc KD#t/7i^) f-^"] -2-^^7 b d t°^->^^/U 
HO \^^- S ^ C P2 Et 



###J14 7"0»fc2- [ (3-^ b^7x.=./u) ^] -2->f^7 , Dtf 
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1 H-NMR (CDC1 3 ) 5 1.21 (3H, t), 1.49 (6H, s), 4.12 (2H, q), 5.87 (1H, s), 
6.81-6.85 (1H, m), 6.95-7.02 (2H, m), 7.13-7.18 (1H, m). 

mmm 149 

4 - [ (3- {2-^^/1^-5- [4- —3 



3- {2-^^-5- [4- (M)7/VtP^f/V) -7^~)V\ -3-7VM 
ZfuVj-l/M (0. 8 0g) (D7th=hy/^i (2 0ml) tC*#Tf "C h !) 
o^/WT^ (0. 2 3ml) , &<[bfcV^n^/W (0. 2 1 g) £iSTL*r e 3 
0$H*#«* 4-T5y-3-^-^ry^'^^3c5 i ^^ (0. 3 3g) % h 
y oc^/VT ^ V ( 0 . 2 3ml) fclfitabD*., SSft-C 1 . 5 B#F«3ffi# Lfc. 

A — (^=2HJ-> : ^ol^/w=3 : 1 2>><b 1:1) "CfiWKU (0. 4 1 

g ) &M£ ur^fco 

jglftl31-133 < C ; 1 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.31 (3H, s), 2.48 (2H, 
t), 2.73 (2H, t), 3.47 (2H, s), 4.18 (2H. q), 4.26 (2H, d), 6.15 (1H, s), 
6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

14 9 ( 1 ) % #%#J 14 9(2) 
3- {2-^^-5- [4- (hy7^D^f;l/) ~M 




Me 



O 



14 9 ( 1 ) 
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4- [ (3- {2-^^-5- [4- (Ml7;^D/f;H 7^=. /U] -3 



§ll^l33-136t: ; 1 H-NMR (CDC1 3 ) 6 1.24 (3H, t), 1.34 (3H, d), 2.30 (3H, 
s); 2.44 (2H, t), 2.72 (2H, t), 3.50 (2H, s), 4.15 (2H, q), 4.68 (1H. quintet), 
6.17 (1H, d), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

##0U 4 9(2) 

5-^^V-4- [ (3- {2-^^-5- [4- (MJ7/Vtn^f;V) 7 



(1H, m), 2.31 (3H, s), 2.49 (2H, t), 2.74 (2H, t), 3.50 (2H, s), 4.16 (2H, 

q), 4.73 (1H, dd), 6.10 (1H, d), 6.60 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

##0!J 15 0 

4- {2-*5vW-5- [4- ( h !) 7 * — ,u] 



4- {2-^^-5- [4- (MJ7^P/f^) 7x=/w] -3-7!) yu} 
- 1 (1. 1 8 g) C^od^^ (2 0ml) lr M)^:^ 

/UT^> (2. 2 1ml) &*ADx.» tK^TT 3 ^baSIfy v^ftf* (2. 53 
g) ©^^f/UX/^Jf-i/ KIM (2 0ml) ^iOx, tS"C3 O^m^L^Co 




O 



Me 




; 1 H-NMR (CDC1 3 ) 5 0. 72 (3H, d), 0. 92 (3H, d), 1. 24 (3H, t), 2. 17-2. 27 
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*?»^ A-C$£#t ^^^@*LT»^^#yt 0 CtlSr t e r t 
-ZftJ—A' (3 2ml) imMZ^ 7K (8ml) . V ^2 7Mr?- h D * A 
(0. 7 2g) , 2-^^-2-^T 1 ^ (2. 1ml) SrAP*:, mik^W&m 

i&^hy^A (o. 54 g ) ^d£, ^wLx-i^mmw^tc m®t^*x%>%R 
mmm* \m.7&&m, m^-k^xm?'^ m^mst-^^^^^xn 

^_ (^dj-9-^ : ^ai^/u=5 :1^P,2:1, 1:1) TflHKU (0. 
3 6g) Sr*tt4fetUT#fc. 

1 H-NMR (CDC1 3 ) 5 1.87-1.94 (2H, m), 2.29 (3H, s), 2.38 (2H, t), 2.43 (2H, 
t), 6.57 (1H. s), 7.57 (2H, d), 7; 66 (2H, d). 

&*%W 15 1 

4- [ (4- { 2 5 - [4- ( h y ^/l^a^^vU) 7i-/V] -3 



###J 1 5 0 "C#^l 4 - {2-^^-5- [4- (h!)7/^P^f^) 7^ 

_ 3 _ 7 y yU } ##«14 9l^t^i:Ri(at, @ 

7^7 7^ ; 'H-NMR (CDClj) 5 1.27 (3H, t), 1.38 (3H, d), 1.85-1.94 (2H, 
m), 2.24 (2H, t), 2.29 (3H, s), 2.41 (2H, d), 3.55 (2H, s), 4.19 (2H, q), 
4.70 (1H, quintet), 6.17 (1H, d), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, 
d). 

15 2 

2-^/V-5- [4- ( h !) 7/M-np<?vU) y^=-jV\ -3-7P&2- (h 
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0 . .Me 



O 



Me 



2 5 - [4- (by7/Uto^f/l') /U] -3-7D^f;U 

(4. 86g) ©fh7tKo77^-^?;-/l' (50ml-50ml) 
mm\Z 1 h y VJ± ( 2 6 m l ) £AQ;U 6 O'CTM B$Mft# Lfco 

*fF7t Ko77> (100ml) * % 4-^f/V7$/l^yi;y 

(0. 2 1 g) , 1 -ni^/U- 3 - (3 - ^f;V7? J-?u tT/V) #/i^vM 
SK-«St (4. 92g) , 2- x^y-/l/ (2. 9 5 

ml) SrIRKiJOit, MWPUfc. ftS^^"*?***^ fflMfr** fiS 

#feo »>!)*^7A^n-7F^77>f- (^-^^ : |»x^= 2 
0:1H10:1) -e«i!U Bft&r (4. 5 2 g) UOfcfc. 
it&80-81 e C ; 1 H-NMR (CDC1 3 ) 5 0.086 (9H, s), 1.07-1.16 (2H, in), 2.67 (3H, 
s), 4.31-4.40 (2H, m), 6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

15 3 



W&;'H-NMR (CDC1,) 5 1.25 (3H, t), 1.56 (6H, s), 2.27 (3H, s), 4.23 
(2H, q), 6.73 (2H, d), 7.01 (2H. d). 



Me' 




#%#J 15 4 

2- [4- (zfa^ytf-jis) 7xy^f-/] - 2 f ;l/7°o f^y^xf-/u 
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O v /C0 2 Et 



Br 



Me 



2—*J-tV-2- (4-^^^y^y^'» k'tV^f ^ (8. 8 9g) 
(Dgm^^t®®. (100ml) 112, 2 ' -TV\Z* (-f h= h V /^) 

(0. 3 3 g) tCN-^P^^^^W 5: K (7. 1 2 g) ^DXL, — jfe, APftfc 
JS^bfco «Ra&a*EB*U ^f-^T'^o ****r"t?>f h£«U ^ 
-^^-CSfe^o 5*S:»JEEe*U Ittft (12. 1 3 g) ^Mittifc. 
»^;'H-NMR (CDCI3 ) 6 1.23 (3H, t), 1.60 (6H, s), 4.22 (2H, q), 4.46 
(2H, s), 6.78 (2H, d), 7.26 (2H, d). 

15 5 

[4- (2-^ hdri/- 1, 1 - ^f/l/-2-t#y3: h^vO -^S^] (h 



Ph 3 P> v ^^ > ^ J Me Me 

2- [4- O^o^^vU) 7 31 -2-^f/V7*n^ytxf;l/ (1 
2. 13g) O h-fl-cn^S^R (10 0ml) Iz. h V 7j- y (10. 



tVVzc— ^/I'^DxLT^B^k^-a:, h/Ua^-CSSi^U gW*B(17. 3 7g) 

iSI'^185-186 < C ; 1 H-NMR (CDC1 3 ) 5 1.07 (3H, t), 1. 48 (6H, s), 4.10 (2H, 
q), 5.10 (2H, d), 6.62 (2H, d), 6.85 (2H, dd), 7.60-7.76 (12H, m), 7.87-7.92 
(3H, m). 

15 6 

3- {2-^5vU-5- [4- (Hl7/^n^f/V) 7 - 
- 3 -^y/o Vfyt>Wt^f-/^ 
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2 -ai^yu— 5 - [4- (h!J7;u^n^^) y^^/V) -3-7d| (i 
3. 0 g) <D*r h7t KD77V (1 5 Om 1 ) 1 . 1 ' 

'f (8. 2g) StM-cAp*., -t<o**2^IHHfB*b3't. rojg^ 

(c-x'P ^g^e/^/i-^^^/we/^ LI (8. 6g) :fc<fctfl&-rt;-^^> 

?a (2. 4 g ) sr^ja-ciDxi. 6 or-c-efejt^u^o Rf£tt«:;ic-e*RU 

SILT : BSfe:n?yu= 1 5 : li»66 : 1) , (1 3. 3 g) 

l H-NMR (CDC1 3 ) 6 1.26-1.36 (6H, m), 3.05 (0.4H,. q), 3.11 (1.6H, q), 3.79 
(1.6H, s), 4.23 (2H, q), 5.34 (0. 2H, s), 6.81 (0. 2H, s), 6. 95 (0.8H, s), 
7.62 (0.4H, d), 7.64 (1. 6H, d), 7.72 (0. 4H, d), 7.74 (1. 6H, d). 

&&sm 15 7 

3- { [t e r t-y^vP (S^^/U) ->])/!/) ^"dr->} —1- 

5- [4- (M)7/PtP^fyU) 7i=/l/] -3-7U/U} ^n/O-l— 

— A» 



Tk^-fkU ^7^7/1'^ (1 . 1 g) Of t>7tK«77y(100ml) 
mmW.^, ?k'#>T. 3- {2-^?vV-5- [4- (h^/i'tn^fyv) 
-A-] -3-^y7 , Df^-y®xf/l/ (7. 13g) (D7h7 

t h'n77^ (50ml) JgiRfciSTU Ott'l 5$f«WUc 0 
LT, * (1ml) , 15 %*.mt-y- h V "7 AtK^ (1ml) , zfc (2. 5m 



OH 
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±-e»fctt*Mfc, 4-N, N-^f/>T5/^y^ (0. 2 5g) „ hyx 
^/VT^ (3. 4ml) ©f h7 t Ko77V (l 0 Om 1 ) ^m^. MUX' 
t e r t-^Wno^f;^y (3. 0 g) SrAPx., lM# 

^^^a-ceas^ ^^^jES^ufCo %hntz&±T&m**/y *>7W7 
g#j#> (4. 4 4 g ) ^»^ax#fc. 

'H-NMR (CDC1 3 ) a 0.11 (6H, s), 0.93 (9H, s), 1.29 (3H. t), 1.76-1.86 (1H, 
m), 1.98-2.12 (1H, m), 2.74 (2H, q), 3.44 (1H, d), 3.80-3.96 (2H, m), 
4.89-4.96 (1H, m), 6.77 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 

###J 15 8 

t e r t-^/l" (3- {2-3i^-5- [4- (M)7;^n>f;V) ~7 
-3-7VM -3—* h^^cuK^r^) 



3- { [t e r t-^vW (S^^vV) v^/P] jT^} -1- { 2 -at^vw 
-5- [4- (MJ7/l/tn^f^) 7i-/V] -3-7!J;W 7p/^-1- 

/P (l. 3 1g)&l, h^-i/x^y (40ml) »U 

-C6 0%7km<k1-hV V J*<nmWl'*77 A^SWIBM (0.-15g) -to 
££0. 5B#ra«#Lfc. m&mca Vit/TJV (0. 5 7ml) £^T*;&n;i, 
M-O-Bfe, 6 0tT*8 B#Mft# Lfc, Rjfcfc&TMwifc^ H^^^T* 2 @#] 

bftfcB^&^y #^#7^0-7 h^77^- tw-C*tlS{LT (-^^rf->^ 
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f>^fy:^^=15 : 1) , g&J®) (0. 8 7g) UT# 

it 0 

'H-NMR (CDC1,) 8 0.04 (3H, s), 0.06 (3H, s), 0.90 (9H, s), 1.29 (3H, t), 
1.74-1.83 (1H, m), 2.01-2.12 (1H, m), 2.72 (2H, dq), 3.21 (3H, s), 3.54-3.61 
(1H, m). 3.71-3.78 (1H, m), 4.33 (1H, dd), 6.66 (1H, s), 7.59 (2H, d), 7.70 
(2H, d). 

##0U 15 9 

3- {2-^fvW-5- [4- (M)7^tn^^) 7x=/U] -3-7y/W 
- 3 h^->- 1 -^b^V- 




OMe 



tert-^^/U (3- {2-^^/1^-5— [4— (hy7/^n^^) 

-3-7!;;H -3-7* h^^ntff^v') *-/V->9 > (0. 86g) 
©Th7tKn77^ (5ml) (If h 7 - n 7 A 7 p y 

K (lMfF7tKo77>l^ 3ml) fcfcTFU M"Cl«MBHi#L*:. 

77^- (^^V : 5 : 1 1 : 1) T»»1U (0. 

5 4 g) Srflttttfej: LT^fc. 

'H-NMR (CDC1 3 ) 6 1.29 (3H, t), 1.79-1.91 (1H, m), 2.07-2.22 (1H, m), 2.46 
(1H, br), 2.73 (2H, q), 3.24 (3H, s), 3.79-3.81 (2H, m), 4.39 (1H, dd), 
6.70 (1H, s), 7.60 (2H, d), 7.72 (2H, d). 

#%01J 1 6 0 

*J (4 — fc Kd*'>7x= /U) ^/W7^ K 
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4 _ t ppd{.^f^7 I /- / l, (5g) *T-t\-ls (50ml) fcffiW»U 58R 
^ (I i) -=imm (1. 9g) *1)Uz-. lSt'3 0«#Lt *JKSrS* 
U JSm^^trtn^.. **4fc*3*bfco 5«0*«ESr«*» gat*^ ^ 
;^7A^nvh^77>f- (g^^/U : — ^rl^) -C»04U Ift* (3. 
7 g) SrT^/^^r^i L"C#fc 0 

1 H-NMR (CDC1 3 ) 5 4.98 (2H, s), 6.75 (4H, d), 7.35 (4H, d). 
###J 16 1 

( 4 _ ( i - (3i /ViS=^;V) - 1 -^/l^ h=*->) 7^—/V) v?* 

/V7^ K 




,^ (4_k Kp*'^*^^) 5?^7-f K (3. 7g) > Vgg^ 
oi^/V (6. 5ml), (12. 2 g) 4rN, N-^^/^/VA 

t^k (50mi) *sor, -mm^tco 2-^o^y«»*^ (3 m 

« (4. 4g) ^MftttW:, 

'H-NMR (CDC1 3 ) 6 1.23 (6H, t), 1.59 (12H, s), 4.22 (4H, q), 6.75 (4H, d). 
7.33 (4H, d). 

#%0!J 16 2 

N- (3-fc Yu^-i/^OV'J^) -N-ff-J^yV S/y^fAx^yA' 



HO ^ 
3 _ tFn ^yXTAftK (2. 5g) , ^VHM^^^* 
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^/vmmm. (2. 9g) / hyx^r^v o. 5m d , h\)r±h^-> 

Tkmit&om-thVVJ* (8. 7g) Sri, 2-<J?uu=l*^ (100ml) 
«HK«r«*U BWfe (4. 3g) S:*«»aT#t 

1 H-NMR (CDC1 3 ) 8 2.39 (3H, s), 3.27 (2H, s), 3.62 (2H, s), 3.71 (3H, s), 
6.72-6.77 (1H, m), 6.84-6.87 (2H, m), 7.14-7.22 (1H, m). 

16 3 

3* - — 1, 1* -^^ai^/V-3-^yi-JKv^^^ 



3-yD^IISIxf;K0. 5g) N 3-^^^/V^'>7^=yWJ9^(0. 
5g) , lMl%®t*V V (6ml) „ zxu?s~-ju (6ml) *b^=-^ 

(5 0ml) {CflO*L. ^jfiT-3 0^FM^Lfc o ^h^X 

HJl7x=>u*^7-f>/<7W (8 0mg) SH&D*.. 4 R$I8]9% Lfc 0 m 

-C»«U IWft (0. 6 5g) «IJi:LT#fc e 

'H-NMR (CDC1 3 ) 5 1.41 (3H, t), 4.40 (2H, q), 5.13 (2H, s), 6.97-7.01 (1H, 

m), 7.20-7.25 (1H, m), 7.33-7.51 (1H, ra). 7.73-7.77 (1H, m), 8.00-8.03 (1H, 
m), 8.25-8.26 (1H, m). 

1 6 4 

3' -t Ko^-y-1, 1* -\??3i=./l'-3-l}/ls7$^M3L^;ls 
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HO 




COjEt 



3' - (^y^=3f-» -1,1' -\?"7=L—A>-3-U/\,&Wtt^?-/\, (0. 
6 5g) ^^y-yu (5 0ml) »C*a»U 10%^°7^^-^ (5 0% 
^K. 0. lg) ^ffll^T-BfeSteilTGLfCo M^^^^L, 6^0^^©* 
U (0. 4g) £«#>£LTt#fc 0 

'H-NMR (CDC1 3 ) 5 1.42 (3H, t), 4.41 (2H, q), 5.00 (1H, br), 6.85 (1H, dd), 
7.09-7.11 (1H, m), 7.17-7.22 (1H, m), 7.30-7.38 (lH.ra), 7.46-7.54 (1H, m), 
7.73-7.79 (1H, m). 8.00-8.06 (1H, m), 8.25-8.26 (1H, m). 

M 16 5 

[ 3 ' - (rtl'itA'tt is) - 1 , 1 ' - ^ -jv- 3 ->f yu] g£®^ ^/V 



m- t Kcr 3r^:7 AJgftfc* 5vW ( 1 . 7g) , hi) ^J^T § V ( 2 . 9 m 
1) i^BB^y (5 0ml) l3£d»U Tk^T, MJ7;i/ta^^y^/w 
(1. 8ml) Sr^TLfc 0 15^«U f£ 
A, **fc4r«*Lfc. ailEO^**: h/u^t^ (5 0ml) »H**»U 3— <^ 
/U^^.a^/Wi^Ife (0. 5 g) , lM^^y^ATK^M (6ml) , oc 
(6ml) £3)0;^ T/P=*V#ffl^T, i?fi"C3 O^PWLfc, ^ h 
h V 7 ^~;V7*i*7 4 l//<7 W J* (1 0 Omg) SrJD*.,— BfeilgltLfco 

/U/^^-^^j -eflHKu gft#> (0. 6 9g) LT#fc 0 

1 H-NMR (CDCI3) 5 3.67-3.71 (5H, m), 5.12 (2H, s), 6.94-6.98 (1H, m), 

7. 16-7.49 (12H, m). 
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16 6 ' 
(3' 1' -1^7i^-3-/f/b) ifflb**A' 



3 ' - - 1 , 1 ' - ^7i=/V- 3 — T/V] ^vU (0 . 

6 9 g ) / —A? (50ml) „ Btifec?7l' (10ml) U 10% 

'<=7i?VJ*-mM (5 0%-^TK. 0. 8g) SrfflV>T6^g§fi!bil7cU/c e 

flWUx^Mfy) X-mmi,. B&J® (0. 2 7 g) b-C#7t„ 
1 H-NMR (CDC1 3 ) 5 3.69-3.71 (5H, m), 4.81 (1H, s), 6.81 (1H, d), 7.04 (1H, 
s), 7.15 (1H, d), 7.25-7.32 (2H, m), 7.35-7.41 (1H, m), 7.45-7.48 (2H, m). 

#%#J 16 7 



4-- hP^y^p 5 K ( 1 . 8 g) , ynsi^^ (1. 

1 6 g) , mm*V (2. 4 g) &DMF (1 0ml) «K SSfflT? 1 B#|HJflt 

^n'^At«Lt. U SWti (2. 2g) «^tLT 

'H-NMR (CDClj) 5 1.54 (6H, s). 3.63 (3H, s), 3.90 (2H, s), 7.48 (2H, d), 
8. 15 (2H, d) . 

16 8 

2- [ ^3 -2->f;U7 , DW^f/l' 





^S^X0 2 Me 
Me Me 
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Me Me 



2 — ff-jV-2- [ f-*r\ /aft^f/V (2. 2 

g) . myvm (2. 3g) (5 0ml) f\ M-C-Bftfi^Lfc. 

(1. 4g) t«tt«!iU1lfc. 
1 H-NMR (CDC1 3 ) 5 1.53 (6H, s), 3.63 (2H, br), 3.67 (3H, s), 3.73 (2H, s), 
6.60 (2H, d), 7.07 (2H, d). 



[ (3- { [5- }V) -2-^f;U-3-7D^;l/] T ^ y } 

m 




COOH 



5- (4-7/^o7x=4/) -N- [3- (t Ko^^f;!') :7ji=/U] -2- 
^f/W3-77^*>t^ K (0. 26g). M^/UTS^ (0. 33 
m 1 ) <D"r h7t Kd77^ (1 0ml) fet&!,Z % I/* ;\s&Z/&? u 

V K (6 8m 1) Sr*TU Z<D$.*0. 5«fflB«»L3t. ^tltcm^mc^ 
a-^xf/u (0. 10ml) MlH-CJUDx.. ^-O^^-efeJI^L 

h^77^H:«L (^"^^ : »»3i^/U=9 : 1*>&3 : 1) « 

#fc c nbtitcmfc**? y— ^ (3m 1 ) tffn Kn75> (5m 1 ) 

**»U l»je*IWfc^ h ^ ^ATjcj^K (1. 6ml) £flP;L, Ml?— UfejjRfl* 
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tc 0 mtbtitcfo±tit®&^*i}->£ ui^ut, ift«g (o. i i g ) 

^198-199*0; 'H-NMR (CDC1 3 -CD 3 0D) 8 2.70 (3H, s), 3.11 (2H, s), 3.85 
(2H, s), 7.06-7.14 (4H, m), 7.29 (1H, t), 7.61-7.70 (4H, m), 8.88 (1H, s). 

mmmi cd -m&mi (5) 
mrnrnn <d ~#^ji7 (5) Tmit{£4mx.9+ mmmnzm-tum 

C (3- { [5- (4-7/WtP7i=/V) -2-^f/l/-3-7P^;l'] (p*^) T 



^155-156^; 1 H-NMR (CDC1 3 ) 5 2.49 (3H, s), 2.81 (2H, s), 3.45 (3H, s), 
3.78 (2H, s), 5.68 (1H, s), 6.97 (2H, t), 7.12-7.15 (2H, in), 7.22-7.39 (4H, 
m). 

mmmi (2) 

C (3- { [5- (4-7/^n7x=/l/) -2-^/^3-7d^;1/] (7°d fcVW) 



Me 

R£l40-141'C; 1 H-NMR (CDCI3) 6 0.94 (3H, t), 1.55-1.74 (2H, m), 2.49 (3H, 
s), 2.78 (2H, s), 3.78 (2H, s), 3.83 (2H, t), 5.63 (1H, s), 6.96 (2H, t), 
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7.10-7.25 (2H, ra), 7.23-7. 39 (4H, m). 

mmmi o) 

[ (3- { [5- (4-7/^o7s^) -2-^f/V-3-7D'f/l'] (^T^/U) 



§1^94-96^; 1 H-NMR (CDC1 3 ) 5 0.86 (3H, t), 1.25-1.34 (10H, m), 1.56-1.65 
(2H, m), 2.48 (3H, s), 2.78 (2H, s), 3.77 (2H, s), 3.84 (2H, t), 5.62 (1H, 
s), 6.96 (2H, t), 7.08-7.13 (2H, m), 7.23-7.36 (4H, m). 



mi&Ml (4) 

[ (3- {sOV/V [5- (4-7;^o7x^) -2-^^-3-7n^/W] T ^ 




10 




15 



'H-NMR (CD 3 0D) 6 2.53 (3H, s), 2.69 (2H, s), 3.69 (2H, s), 5.08 
(2H, s), 5.63 (1H, s), 6.91-7.03 (4H, m), 7.17-7.31 (9H, m). 



20 



mmmi (5) 

{ [3- ( {2-p<9vW5- [4- (h V y^u^f-fr) y^~jV\ -3-7**4/1'} 

7^7) ^y^] 7*} mm 
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ifc.&lSS-lSQ'C; 'H-NMR (CDCI3) 5 2.72 (3H, $), 3.10 (2H, s), 3.85 (2H, s), 
7.08-7.18 (2H, m), 7.26-7.34 (1H, m), 7.59-7,70 (3H, m), 7.77 (2H, d), 8.42 
(1H, s). 



mmm 2 

{ [3- ( {2-if/l-5- [4- ( h V -7JV*vi*=f-jV) -7^-,v-} -3-7D-fyH 

t % y) 3-*} mm 

CH2CH3 

C (3-rsy-<^/v) mk^^-mm. (o. 4 1 g ) *7kfc»a» 

&m*mStr?*i<"> »«ESr«BE«* UT, [ (3-7^/-<y^) 

2-xf/W5- [4- (h!)7/Vtn^f/l/) 7x= yu] - 3-7 7 ^77/1- 
(0. 4 5 g) <bN, N-v^fvP/jvPATS K ( 1 iffi) h7th*a77y(l 
Oml) mWt^ mtttlfV^ (0. 2 8ml) &^?&T**&TU 0. 5fl#Ri] 

±-e#yt c o-T^y-o^/w) mm^^tmm^m-t h v ^ m> (o. 

27g) «rf h7tKc77^ (20ml) tpX'ffift U _h-C#fc^^ n J) K£ 
rh7kKP77> (10ml) I^LfctC^iSt-ITL, 

*«E«r«JBE«*UT, #m^£#7t 0 mtbixtcmVtVo**? (5ml) 

t7hnKD77y (5mi) k»j&*u lm^mt-rh d vj**.mm o 
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^ri^ct ^B^bLT, @#J$5 (0. 6 2g) ^^^UT^fCo 
It^;i99-200 < C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 5 1.36 (3H, t), 3.10 (2H, s), 3.16 
(2H, q), 3.85 (2H, s), 7.10 (1H, d), 7.15 (1H, s), 7.29 (1H, t), 7.58 (1H, 
s), 7.64 (2H, d), 7.67 (1H, d), 7.77 (2H, d), 8.33 (1H, s). 

mmm2 en ~mmm2 (5) 

^ife^J2 (1) 

{ [3- ( {2— f y^°D tVW5- [4- (h!)7;Ptu^f;i/) ^-/w] -3- 



jKj&173-174lC; 'H-NMR (CDC1 3 -DMSO-dg ) 6 1.38 (6H, d), 3.10 (2H, s), 3.85 

(2H, s), 3.89-3.98 (1H, m), 7.10 (1H, d), 7.11 (1H, s), 7.29 (1H, t), 7.58 
(1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.76 (2H, d), 8.26 (1H, s). 

mm 2 (2) 




{ [3- ( {2-zf^/U-5- [4- ( h V ~7/\s*u y^^tV\ -3-7n^;H 




WO 2004/022551 



PCT/JP2003/011308 



gtV&195-196 < C; 1 H-NMR (CDC1 3 -DMSO-dJ 5 0.96 (3H, t), 1.38-1.50 (2H, m), 
1.72-1.82 (2H, m), 3.10 (2H, s), 3.14 (2H, t), 3.85 (2H, s), 7.09-7.17 (2H, 
m), 7.29 (1H, t), 7.56 (1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.76 (2H, d), 
8.31 (1H, s). 

[ (3- { [5- (4-^nn7x=/l') -2-7P-f^] T^y} ^Hr\ 



$5,6173-17410; 'H-NMR (CDC1 3 -DMSO-de) 5 3. 11 (2H, s), 3.86 (2H. s), 6.79 
(1H, d), 7.12 (1H, d), 7.29-7.34 (2H, m), 7.42 (2H, d), 7.61 (1H, t), 7.73-7.78 
(3H, m), 8.65 (1H, s). 

mmm.2 u> 

( {3- [ (3- [4- (M)7;^n^f/U) 7^-/^1 -3- 



■H-NMR (CDCI3 ) 6 2.33 (3H, s), 2.59 (2H, t), 2.80 (2H, t), 3.07 (2H, s), 
3.80 (2H, s), 6.65 (1H, s), 7.04 (1H, d), 7.24 (1H, t), 7.46 (1H, s), 7.56 
(3H, m), 7.67 (2H, d), 8.57 (1H, br s). 

mMM2 (5) 

( {3- [ (3- {2-^^-5- [4- (hi) -7>vOrxi*1-jV) 7xn;W] -3,-7 




S C0 2 H 
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COOH 



H 

CH 3 



MM 137-1 38*0; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 8 0.93 (3H. t), 1.32-1.42 (2H, m), 
1.59-1.69 (2H, m), 2.59 (2H, t), 2.66 (2H, t), 2.81 (2H, t), 3.07 (2H, s), 
3.80 (2H, s), 6.65 (1H, s), 7.04 (2H, d), 7.24 (1H, t). 7.44 (1H, s), 7.56 
(3H, d), 7.66 (2H, d), 8.39 (1H, s). 

[ (3- { [5-7^=/W-2- (MJ^/l^-cr^^vV) -3-7n^^] T$7} 



c yo&v) mk^/v . (o. 21 g) , 5-7^ 

=-jV-2- ( h V -7^*0 }=J-j]s) -3-77^^7® (0. 2 1g) *5it*h 
!)if/V7^y (0. 2 8ml) £7- h7k Ko77> (1 0ml) tN, N- 
f/^;^7 $K(2ml) ^Jf # L&tfS f,^>ry!3 A,^^/P ( 0 . 
14ml) SrM-CjRT U WW* Lfc. RfSKSr^Bbk*-^ h !) * 

^77^- (CilL (^^-^>:^^5 L /^=3 : 1j&»?>'1 : l) , ttttfefrftfc. 

WfeiXfetttttt^^y-A- (3m 1) tfh7tKP77y (3ml) 

U 1 «Jfe*iWb^ h !) >7^7K»tt (1ml) ^*Px., fcJtC-fcflltfLfc, S 

mg) *mi£t LT^fc. 
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g4/£l78-182t; 1 H-NMR (CDC1 3 -DMSO-dg ) 5 3.10 (2H, s), 3.85 (2H, s), 7.12 

(1H, d), 7.21 (1H, s), 7.30 (1H, t), 7.39-7.51 (3H, m), 7.67-7.77 (4H, m), 
9.50 (1H, s). 



mnvu 

( {3- [ (3- { 2-xf;W5- [4- ( h y 7Aofaptfvu) y =^=.,V\ -3-7 
[ (S-TS/'O'SW ^] • J£&i& (o. 2 0g) % 3- {2- 

2 4 g K i-t Kp#v"<yy h "Jtv— /uzfcfrife (o. 1 4 g ) ij«ttj«hy3i 

(0. 1 6ml) £N, N-S^fvMvWATS K (5ml) f»"eiJH$ 
LfrtfS 1 3 - ( 3-v^ S J Zfv fc°/P) UA,1£*M ^ K • 

4ft (o. i8 g ) *mm.T*mz., t<o^t.-m.m^tz 0 &fewi&mmkm± t 
7h7tKD77y (3mD tc^u imfefcrnt-t h v <>j»*mm (2m 

1) &tKL*. x MT?— Bft«#L/t. *-C#*RU #i£l£-eSJ£il£ 

*m±\~vtim. R»x^t?2EWniLfc. g^^^Ji&M^fiStg^hy * 

Ofeft^UT, Bff)^ (0. 12g) tt#fc, 

Hfc£ 139-14 1^; 'H-NMR (CDC1 3 -DMSO-dg ) 5 1.26 (3H, t), 2.58 (2H, t). 2.70 
(2H, q), 2.82 (2H, t), 3.07 (2H, s), 3.80 (2H, s), 6.^4 (lH,s), 7.07 (1H, 
d), 7.26 (1H, t), 7.41 (1H, s), 7.53 (1H, d), 7.57 (2H, d), 7.68 (2H, d). 
7.90 (1H, s). 



mmm4 (i) , mmw4 (2) 
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[ (3-7 ^y^^v^/U) Mm=>*-A"WmLt:* »5*/^^ (# 



mmm4 m 

( {3- [ ( {2-^f/i^5- [4- (hJ)7^n>f/V') -3-7 yyu} 

<=V O Me 



— ^S^C0 2 H 
H 

fit'!=U73-174 , C; 1 H-NMR (CDC1,) 5 2.40 (3H, s), 3.07 (2H, s), 3.49 (2H, s), 
3.80 (2H, s), 6.78 (1H, s), 7.06 (1H, d), 7.24 (1H, t), 7.45 (1H, s), 7.54-7.61 
(3H, ra). 7.71 (2H, d), 8.50 (1H, s). 

mmm4 (2) 

{ [3- ( {2->f;l-5- [4- (Mly/Vtn^ h*is) -7=^—jV\ -3-7d^ 



S^COOH 




®ll^200-202 < C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) § 2.71 (3H, s), 3.10 (2H, s), 3.85 
(2H, s), 7.97-7.10 (1H, m), 7.19-7.31 (4H, m), 7.64-7.72 (4H, m), 8.94 (1H, 
s). 



5 

[ (3-{ [4- (4-7/Vto7i-/l/) -2, 5 -5^?* 3 -7 JJyl/] * 
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F 




S^COOH 



[4— (4-7yVtD7z-;U) -2, 5-^f/l/-3-7JI/l/] — 
^ (0. 2 9 g) % [ (3-t Kn*«>^5?/W) ^] H=&;r5vl- (0. 3 2 g) 
^.fctf h U 'fV-A'tia? 4 > (0. 3 9ml) Of h7t K077V (20ml) 
ig&lC T / A* # ^m^*- ^lV<D 4 0%f ( 0 . 6 8 g ) £ 

e>6 : 1) % mvtm&wt. mhttwrni*** ^—as omi) ty-v^t 

Yu-7=7^ (3ml) lC*gri>U l^TK^-T" h y !7A7k^ (1. 3ml) 
SrflPXL. mmWVtCo RJ&Wi&mm. *1?*RL, ^&&T*£OS:f££®! 

t4^Ufc^ v ^8£^/UT- 2 Steffi Lfc„ il&fc^m/i&&S*i»^ h y 

mm. &m zmzm* u/co h*ittfa$ijm3 v>\>u 7j»?u^yy? 
6m g ) *mm>)ti,T'm^ 

1 H-NMR (CDC1 3 ) 6 2.28 (3H, s), 2.33 (3H, s), 3.12 (2H, s), 3.81 (2H, s), 
4.69 (2H, s), 6.79-6.95 (3H, m), 7.03 (2H, t), 7.23 (1H, t), 7.30 (2H, dd). 

mnms (i) -mmms a 2) 
»5 7 7>7/^;-/v m^mxsm ^t5 7x/-^ (## 

aafcws (1) 

[ (3- { [4- (4-7/VtP7x=/U) -2—f y/D t°/W5-7<^^- 3-7 V ^] 
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F 




H 3 



Ch 3 

flfiftt^; 1 H-NMR (CDC1 3 ) 5 1.29 (6H, d), 2.29 (3H, s), 3.04-3.18 (1H, m), 
3.12 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.79-6.94 (3H, m), 7.03 (2H, t), 
7.22 (1H, t), 7.31 (2H, dd). 

mmms (2) 

[ (3- { [2— >^n^dr^u-4- (4-7/W^-cr^3i=/P) -5-^f^-3-7y 




COOH 



ftMftfe; 1 H-NMR (CDC1 $ ) 5 1.20-1.45 (2H, in), 1.55-1.85 (8H, in), 2.28 (3H, 
s), 2.65-2.80 (1H, m), 3.13 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.80-6.95 
(3H, m), 7.02 (2H, t), 7.23 (1H, t), 7.31 (2H, dd). 

mMM5 (3) 

C (3- { [4- (4-7/Vt°7x-/U) -5-^f/W2-7i=^3-7y/V] * 
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COOH 



- tt#4fe; 1 H-NMR (CDC1 3 ) 6 2.41 (3H, s), 3.14 (2H, s), 3.82 (2H, s), 4.80 
(2H, s), 6.86-6.98 (3H, m), 7.06 (2H, t), 7.22-7.44 (6H, m), 7.66-7.70 (2H, 
m). 

mmms ( 4) 

[ (3- { [5-7i=;U-2- ( h y -7**ti*^/U) -3-7 * ^< 




COOH 



» 

Ifcj£84-85'C; 1 H-NMR (CDC1 3 ) 5 3. 11 (2H, s), 3.84 (2H, s), 5.09 (2H, s), 
6.85 (1H, s), 6.87-6.99 (3H, m), 7.27 (1H, t), 7.34-7.46 (3H, m), 7.67-7.73 
(2H, m). 

mmw5 (5) 

{ [3- ( {2-^5vW5- [4- (hy7/Utn^f;V) 7rc-/U] -3-7U/U) 

^ CH2CH3 

Hi^93-94 , C; ' H-NMR (CDC1 3 ) 5 1.31 (3H, t), 2.77 (2H, q), 3.12 (2H, s). 

3.83 (2H, s), 4.88 (2H, s), 6.78 (1H, s), 6.86-6.97 (3H, m), 7.25 (1H, t), 
7.59 (2H, d), 7.70 (2H, d). 
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mmm5 (6) 

{ [3- ( { 2— < y^o fcVu-5- [4- (hi) -7/UJru*?-/U) 7 ^-iV] -3- 




J(X. 



:H 3 

^84-85^; 1 H-NMR (CDC1 3 ) 5 1.34 (6H, d), 3.12 (2H, s), 3.12-3.21 (1H, 

m), 3.83 (2H, s), 4.89 (2H, s), 6.77 (1H, s), 6.88 (1H, dd), 6.93-6.97 (2H, 
m), 7.25 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

mmms (7) 

{ [3- ( { 2 -y^/U- 5 - [4- (bV7^^-n *^;v) 7^~)V\ -3-7D/H 




^COOH 

CH 3 

jtt/&77-78'C; "H-NMR (CDC1 3 ) 6 0.94 (3H, t), 1.34-1.46 (2H, m), 1.64-1.74 
(2H, m), 2.73 (2H, t), 3.12 (2H, s), 3.83 (2H, s), 4.87 (2H, s), 6.79 (1H, 
s), 6.87-6.97 (3H, m), 7.26 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 



mmms w 

3- (4- { [5- (4-7/VtD7i^) -2->^3-7!;yV] > h^>} - 




SS^123-125°C; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.37 (3H, s). 2.62 (2H, t), 
2.91 (2H, t), 4.82 (2H, s), 6.58 (1H, s), 6.74-6.80 (2H, m), 7.04 (2H, t), 
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3- [4- ( (2-xf;U-5- [4- ( h V ZTjUj-ajt^-jU) :7m^/l/) -3-7])^} 



K^S^X;; 1 H-NMR (CDC1 3 ) 6 1.30 (3H, t), 2.31 (3H, s), 2.62 (2H, t), 
2.76 (2H, q), 2.91 (2H, t), 4.84 (2H, s), 6.74-6.79 (3H, m), 7.08 (1H, d), 
7.59 (2H, d), 7.70 (2H, d). 



mmM5 (1 0) 

3- [4- ( {2-4 fc7P-5- [4- (h^/l'tn^f/l/) -7*=.j\,] -3- 



0-^yCH 3 
H 3 C 

15 S6^108-109'C; 1 H-NMR (CDC1 3 ) 5 1.33 (6H, d), 2.31 (3H, s), 2.62 (2H, t), 

2.91 (2H, t), 3.10-3.20 (1H, m), 4.85 (2H, s), 6.74-6.79 (3H, m), 7.08 (1H, 
d), 7.59 (2H, d), 7.70 (2H, d). 

mmm 5(11) 

20 3 - [ 4 - ( { 2 -y^/U- 5 - [ 4 - (hV 7/^D j. *f-)V) -7 m^/P] - 3 --7 V /U} 




10 
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18-119*0; 1 H-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.36-1.45 (2H, m), 1.63-1.73 
(2H, m), 2.31 (3H, s), 2.62 (2H, t), 2. 72 (2H, t), 2.91 (2H, t), 4.83 (2H, 
s), 6.74-6.79 (3H, m), 7.08 (1H, d), 7.59 (2H. d), 7.70 (2H, d). 

mMM5 (1 2) 

3- (2->f/l'-4- { [5-7^~sU- 2- (MJ7/Vtn^^) -3-:7JJ/l/l * 



®ll^l51-152^C; 'H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.61 (2H, t), 2.90 (2H, t), 
5.05 (2H, s), 6.73-6.82 (3H, m), 7.08 (1H, d), 7.31-7.44 (3H, m), 7.68-7.71 
(2H, m). 

2- [ (3- { [5- (4-7/U^-P7^— /V) -2-p<^/^-3-7 IJyl/) p< f>3rV} 



[5- (4-7/^n7i^) - 2-* 3-/1^3-7 V /V] *?/—;l> (1. 0 5 
g), 2-[(3-t Kadf^y^u) ft] - 2 f ^^n f t yg&xf ( 1 . 
2 9 g) teXXfh ll^*7 7-fy (2. 0 5 g) Ox h7t ^077^ (1 
OOml) Kl, 1* - (Tv'v^a-jJ^/v) v?t°^y v?> (2. 56g) 

^— 7VU£A0;l> JfcJKSrttBUU ^ 77*0 ^n-f;u-cft# Lfc. atfl£<D}g 

ilU If >: mm^^=3 0 : l*»fe9 : 1) , #^*Lfc 
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(30ml) i:fh7kKn77y (30ml) lC^ri>U 

i m.j£*fflk-r h d $ atk^® (lomi) zmz.. mux—mmm^tz. s& 
Liz. M&iz*mM&m*m&-rhypj>>'t*im* *«t&»Es*Lfc. #^>n 

fctt^WlSr^-f y ^x-fA^s 9 fefiftUT, < 1 . 4 

9g) ^Htifc. 

Sll^l34-135 < C; 1 H-NMR (CDC1 3 ) 5 1.56 (6H, s). 2.37 (3H, s), 3.88 (2H, s), 
4.84 (2H, s), 6.58 (1H, s), 6.84 (1H, dd), 6.91-6.96 (2H, m), 7.04 (2H, 
t), 7.21 (1H, t), 7.58 (2H, dd). 



nmme (d -mmme a 2 6) 

H»J6 (1) 

[ (3- { [5- (4-7/>tP7i-;l') -2-^^/1-3-7!;^] y h3f->} 

^) f-ari m 




COOH 



R^tl20-122 , C; 1 H-NMR (CDC1 3 ) 6* 2.39 (3H, s), 3.12 (2H, s), 3.84 (2H, s), 
4.87 (2H, s), 6.60 (1H, s), 6.86-6.97 (3H, m), 7.05 (2H, t), 7.26 (1H, t), 
7.59 (2H, dd). 

mnrne (2) 

{ [3- ( {2-y^A-5- [4- (h!)7/^n^f/i/) 7*— /u] -3-7!;a) 
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/=\ O^-Me 



XT 



S^C0 2 H 



7*^77^; 1 H-NMR (CDC1 3 ) 5 2.41 <3H, s), 3.11 (2H, s), 3.83 (2H, s), 
4.97 (2H, s), 6.78 (1H, s), 6.86-6.89 (1H, m), 6.93-6.97 (2H, m), 7.22-7.27 
(1H, m), 7.58 (2H, d), 7.69 (2H, d). 

[2-/fvV-4- ( {2-^=9-/^-5- [4- (MJ7/Utn>f;v) 7 in/U] -3- 



11^147-149'C; 1 H-NMR (CDC1 3 ) 8 2.30 (3H, s), 2.39 (3H, s), 3.61 (2H, s), 
4.83 (2H, s), 6.76-6.82 (3H, in), 7.12 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmme u) 

3- [2->^-4- ( {2-^^-5- [4- (H;7^n^f/1.) 7 ^=-;V} - 
3-7 DM * h^E-i/) 7i-M 7"oWy» 



BL&140-1411C; 1 H-NMR (CDC1 3 ) 6 2.31 (3H, s), 2.40 (3H, s), 2.61 (2H, t), 
2.90 (2H, t)i 4.83 (2H, s), 6.73-6.79 (3H, m), 7.08 (1H, d), 7.58 (2H, d), 
7.69 (2H, d). 





mmme (5) 

2-^?vU-2- [4- ( { 2-^^-5- [4- ( h U 7>VOrvi**f->V) 7x=/U] - 
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k ^ k O X C0 2 H . 

jgfc£l34-135t;; 'H-NMR (CDC1 3 ) 5 1.54 (6H, s), 2.39 (3H, s), 4.83 (2H, s), 

6.76 (1H, s), 6.86-6.95 (4H, ra), 7.59 (2H, d) 7.70 (2H, d). 

mmme (6) 

3- [2-;* h*U-4- ( {2-^f/l-5- [4- (MJ7^tD^f;i,) 7*=/^] 



OMe 



/=\ p^we 

F 3 c iKX.o 

" II 




C0 2 H 

14^159-160^; 1 H-NMR (CDC1 3 ) 6 2.40 (3H, s), 2.63 (2H, t), 2.88 (2H, t), 

3.78 (3H, s), 4.83 (2H, s), 6.46-6.49 (2H, m), 6.77 (1H, s). 7.07 (1H, d), 
7.59 (2H, d), 7.70 (2H, d). 

%mm& (7) 

[4- ( {2-^^-5- [4- ( h V yjVOrxi **f->V) 7ix/l/] -3-7 y/W * 

/=\ o-^Me 

^^T> C0 2 H 

St^ieS-ieg^; 'H-NMR (CDC1 3 ) 8 2.38 (3H, s), 4.55 (2H, s), 4.81 (2H, s), 
6.77 (1H, s) 6.88 (4H, s), 7.59 (2H, d), 7.70 (2H, -d). 



mmme (8) 

[4- (3- {2-^?vU-5- [4- (h y -7>V*xi**f-n,) V -3-7 1J/V} 
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o 



^^C0 2 H 



g*^113-114°C; 1 H-NMR (CDC1 3 ) 5 1.98-2.05 (2H, m), 2.27 (3H, s), 2.57 (2H, 
t), 3.59 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 6.86 (2H, d), 7.19 (2H, d), 
7.57 (2H, t), 7.67 (2H, d). 

MMM6 (9) 

[4- ( { 2-/^/^-5- [4- (h!;7/Wto^f;V) 7x- /W] -3-7 y^} * 



15*^147-149*0; 1 H-NMR (CDC1 3 ) 5 2.39 (3H, s), 3.60 (2H, s), 4. 85 (2H, s), 
6.77 (1H, s), 6.92 (2H, d), 7.20 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 

mourns do) 

[2-^ h*~>-4- ( {2-^^-5- [4- (Fn^to^^/U) 7x-^] - 



l!l5^168-169 < C; 'H-NMR (CDC1 3 ) 6 2.41 (3H, s), 3.61 (2H, s), 3.80 (3H, s), 
4.85 (2H, s), 6.53-6.55 (2H, m), 6.79 (1H, s), 7.11 (1H, d), 7.60 (2H, d), 
7.71 (2H, d). 

%nm e (id 

C (3- { [5- (4-7/U^o7x^) -2-^f/l'-3-7!)/l'] * h*i/} 
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O COOH 



CH 3 



§6^109-110^:; 1 H-NMR (CDC1 3 ) 5 2.38 (3H, s), 4.14 (2H, s), 4.64 (2H, s), 
4.86 (2H, s), 6.59 (1H, s), 6.92-6.98 (3H, m), 7.04 (2H, t). 7.30 (1H, t), 
7.58 (2H, dd). 

mmme a 2) 

{ [3- (3- {2-^/U-5- [4- (h!J7/VtD^f;l/) 7=t~/U] -3-7}) 



gl/£ 106-107^; 1 H-NMR (CDC1 3 ) 8 0.89 (3H, t), 1.27-1.39 (2H, m), 1.56-1.66 
(2H, m), 1.98-2.07 (2H, m), 2.58 (2H, t), 2.61 (2H, t), 3.11 (2H, s), 3.81 
(2H, s), 3.96 (2H, t), 6.60 (1H, s), 6.79-6.82 (1H, m), 6.89-6.91 (2H, m), 
7.22 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 



16 (13) 

[4- (2- {2-^^-5- [4- (h!J7/^u^f/l/) 7^->V\ 



jf C0 2 H 



Sit^l 15-116^; 'H-NMR (CDC1,) 6 2.34 (3H, s), 2.84 (2H, t), 3.58 (2H, s), 
4.08 (2H, t), 6.66 (1H, s), 6.86 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7.68 
(2H, d). 



mmm 6 (u) 

{4->5vU-2- [ ( (2-^/^5- [4- (h^^tD^f^) 7i^/U] - 
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f 3 c \ajCs 




S-X-C0 2 H 



lfe^l75-176^C; 1 H-NMR (CDC1 3 ) 6 2. 32 (3H, s), 2.34 (3H, s), 3.67 (2H, s), 
4.15 (2H, s), 6.70 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

mmme a 5) 

[3- (3- (2-yf/V-5- [4- (M)7^nyf;v) y -3-7 y/W 



94^80-82^; 1 H-NMR (CDC1 3 ) 6 0.89 (3H, t), 1.26-1.39 (2H, m), 1.56-1.66 
(2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2H, t), 3.61 (2H, s), 3.95 
(2H, t), 6.59 (1H, s), 6.79-6.87 (3H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 
(2H, d). 

mmm 6 ( 1 6 ) 

[4- (3- { 2 -7^;l>- 5 - [4- (h!)7^D^f/H 7 -3-7D/V} 



Sfe,&96-97*C; 'H-NMR (CDC1 3 ) 5 0.89 (3H, t), 1.27-1.-39 (2H, m), 1.56-1.66 
(2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2H, t), 3.59 (2H, s), 3.94 
(2H, t), 6.59 (1H, s), 6.85 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, 
d). 




COOH 




COOH 
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mmm6 ci 7) 

{2- [ (3- {2-^f/U-5- [4- (hV yjV*v t=?j\>) -7x.-;i,-] -3-7!) 



St^93-94 < C; 1 H-NMR (CDC1 3 ) 5 0.93 (3H, t), 1.31-1.43 (2H, m), 1.59-1.69 
(2H, m), 1.95-2.04 (2H, m), 2.32 (3H, s), 2.53 (2H, t), 2.62 (2H, t), 3.14 
(2H, t), 3.73 (2H, s), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

mmme as) 

[2- ( { [5- (4-7/Uj-n7aL=. jV) -2-^f;W3-7!;;l/] 



$^£202-20510; 'H-NMR (CDC1 3 -DMSO-dg ) 5 2.30 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 4.15 (2H, s), 6.52 (1H, s), 7.03 (2H, t), 7.55 (2H, dd). 

mmme a 9) 

4- (3- { [5- (4-7;^d7x=^) -2-^^-3-7!)/^ > h*ci/} 7 




COOH 




CH 3 




15^98-99^; 1 H-NMR (CDC1 3 ) 5 1.89-2.04 (2H, m), 2.38 (2H, t), 2.66 (2H, 
t), 4.84 (2H, s), 6.60 (1H, s), 6.79-6.84 (3H, m), 7.05 (2H, t), 7.22 (1H, 
t), 7.59 (2H, dd). 
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nfi£M6 (2 0) 

{ [3- (3- {2-i^-5- [4- (M^/I^n^/V) y ^=.jv] -3-7U 




COOH 



BMfcl06-107 , C; 1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.98-2.07 (2H, m), 2.58 (2H, 

t), 2.64 (2H, q), 3.11 (2H, s), 3.81 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 

6.78-6.81 (1H, m), 6. 89 (1H, s), 6.90 (1H, d), 7.22 (1H, t), 7.57 (2H, d), 
7.67 (2H, d). 



mmme (2 1) 

{ C3- ( (2-/^5- [4- (h\) y^lrv* h^iX) -7^~JV] 




COOH 



'H-NMR (CDC1 3 ) 6 2.39 (3H, s), 3.11 (2H, s), 3.83 (2H, s), 
4.86 (2H, s), 6.66 (1H, s), 6.86-6.97 (3H, m), 7.19 <2H, d), 7.25 (1H, t), 
7.62 (2H, d). 



HJ&0ij6 (2 2) 

3- [2-^^-4- (2- {2-^f/1^5- [4- ( h V > ^-/W) ~7 z^-;V] 

F 3 C 

11,6118-120^; 'H-NMR (CDC1 3 ) 5 2.28 (3H, s), 2.34 (3H, s), 2.59 (2H, t), 
2.81-2.90 (4H, m), 4.06 (2H, t), 6.61-6.71 (3H, m), 7.04 (1H, d), 7.57 (2H, 
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mmm6 (2 3) 

[4- (2- {2-^5vW-5- [4- (h y7;UtD^f;u) 7^=-/V\ 



St^l32-133 < C; 1 H-NMR (CDC1 3 ) 8 2.34 (3H, s), 2. 83 (2H. d), 4.05 (2H, d), 
4.62 (2H, s), 6.65 (1H, s), 6.81-6.85 (4H, m), 7.57 (2H, d), 7.67 (2H. d). 

mMM6 (2 4) 

3- [2-^^-4- (3- {2-^=f-jU-5- [4- ( h V 7/u*a 7* — /u] 

-3-7 D/W T'nzK^rv') 7^-/1/] /nftyi 



ife^l25-126 e C; 'H-NMR (CDC1 3 ) 8 1.95-2.04 (2H, m), 2.27 (3H, s), 2.28 (3H, 
m), 2.53-2.63 (4H, m), 2.88 (2H, t), 3. 92 (2H, d), 6.59 (1H, s), 6.48-6.71 
(2H, n>), 7.02 (1H, d), 7.56 (2H, d), 7.66 (2H. d). 

(2 5) 

[4- (3- {2-^5vV-5- [4- ( bV 7jV*u?J-jV) 7^-/1-] -3-7 V /U) 
7°*i$*i/) 7*S*i/l &&t 



16^134-135^;; 'H-NMR (CDC1 3 ) 5 1.98-2.04 (2H, m). 2.26 (3H, s), 2.56 (2H, 
t), 3.90 (2H, t), 4.62 (2H, s), 6.58 (1H, s), 6.81-6.88 (4H, m), 7.56 (2H, 
d), 7.66 (2H, d). 




C0 2 H 




0 




C0 2 H 
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H»J6 (2 6) 

[3- (3- { 2-xf/W5- [4- ( h V * 7 z^—iV] -3-7P/W 

_ 0 jCUoo„ 

14^1 13-1 14*C; 'H-NMR (CDC1 3 ) 6 1.22 (3H, t), 1.97-2.06 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.61 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 6.79-6.86 (3H, 
m), 7.23 <1H, t), 7.57 (2H, d), 7.66 (2H, d). 

mmm 6 (27) 

[4- (3- { 2-xf;V-5- [4- ( h 'J 7/Vjru*^;V) 7 ol—jV] -3-7U/V} 




COOH 



B4^;i21-122 < C; * H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.97-2.06 (2H, m), 2.57 (2H, 
t), 2.64 (2H, q), 3.59 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 
7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, d). 

mmm 6 (28) 

{2- [ (3- {2-^^yV-5- [4- (Ml7/U*u^f/I/) 7^~;V] -3-7 V 
M 7°vt°M ^] -4-^;Wl, 3-^7/-^-5"f^) WfWt 




COOH 



fit&99-100'C; 1 H-NMR (CDC1 3 ) 8 1.25 (3H, t), 1.94-2.05 (2H, m), 2.31 (3H, 
s), 2.53 (2H, t), 2.66 (2H, q), 3.14 (2H, t), 3.73 (2H, s), 6.57 (1H, s), 



WO 2004/022551 

7.57 (2H, d), 7.67 (2H, d). 
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mmme (29) 

[ (3- {1- [5- (4-7yl/^-D7: 



CH 3 
Me 



XX 



S^COOH 



7^7 7^^*: 1 H-NMR (CDC1,) 5 1.62 (3H, d), 2.34 (3H, s), 3.02 (2H, 
s), 3.78 (2H, s), 5.26 (1H, q), 6.55 (1H, s), 6.77-6.90 (3H, m), 7.02 (2H, 
t), 7.19 (1H, t), 7.55 (2H, dd). 



16 (30) 

[ (3- {1- [5- (4-7;i^tD7x=;M -2-^^-3-7 V 7 h**/) 
Pr- 




S^COOH 



i; 'H-NMR (CDC1 3 ) 5 0.96 (3H, t), 1.33-1.58 (2H, m), 1.70-1.87 (1H, 

m), 1.94-2.09 (1H, m), 2.34 (3H, s), 3.00 (2H, s), 3.77 (2H, s), 5.04 <1H, 

t), 6.51 (1H, s), 6.75-6.88 (3H, m), 7.02 (2H, t), 7.17 (1H, t), 7.54 (2H, 
dd). 



n 6 ( 3 1 ) 

2-^f^-2- [4- (3- { 2-/ [4- ( h V * 7 : 

-3-7 y/W 7~U7$tns) 7iy^>] /ofty| 



O^-Me 




Me Me 
0 X C0 2 H 
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S4£l23-124 c C; 1 H-NMR (CDC1 3 ) 6 1. 54 (6H, s), 1.97-2.04 (2H, m), 2.26 (3H, 
s), 2.57 (2H, t), 3.92 (2H, t), 6.59 (1H, s), 6.76-6.94 (4H, m), 7.57 (2H, 
d), 7.66 (2H, d). 

mmm6 02) 

{4-^^/U-2-[ (2- {2-^^-5- [4- (bV :7/M-n^?vV<) 7rn=/l/) 
-3-7!)/U} nr] -1, 3-f7/^5-^;W 



gl&130-132 , C; 1 H-NMR (CDC1 3 ) 5 2.31, 2.32 (6H, each s), 2.81 (2H, t), 
3.31 (2H, t), 3.71 (2H, s), 6.60 (1H, s), 7.57 (2H, t), 7.66 (2H, d). 

mmme 03) 

{4-^?vW-2-[ (3-{2-^f^5-[4- (hy7/^n^f;l') 



g4,&110-112t;; 'H-NMR (CDC1 3 ) 6 1.82-1.95 (2H, m), 2.24 (6H, s), 2.41-2.45 
(2H, m), 3.07 (2H, t), 3.59 (2H, s), 6.53 (1H, s), 7.53 (2H, d), 7.62 (2H, 
d). 

%$BM 6 (34) 

3- [6- ( {2-^5vW5- [4- (M)7/U^-n>f/V) 7i^] -3-7^/1/} 
^ h3r-» 7oft^ 




®t^>191-192 e C; 1 H-NMR (CDC1 3 ) 6 2.44 (3H, s), 2.76 (2H, t), 3.09 (2H, t), 
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4.97 (2H, s), 6.82 (1H, s), 7. 15-7.20 (2H, m), 7.31 (1H, dd) 7.57-7.60 (3H, 
ra), 7.66-7.72 (4H, m). 

mmme o 5) 

2- [ (3- {2- [5- (4-7^n7x^) -2-*^A>- 3 -7V)V\ 



Me Me 




COOH 



§4^78-811::; 'H-NMR (CDCI3) 8 1.55 (6H, s), 3.31 (3H, s), 2.82 (2H, t), 
3.86 (2H, s), 4.07 (2H, t), 6.46 (1H, s). 6.76 (1H. dd), 6.87 (1H, s), 6.90 
(1H, d), 7.02 (2H, t), 7.18 (1H, t), 7.55 (2H, dd). 



mMM6 (3 6) 

{4-^^-2- [ ( {2-^^-5- [4- (hV -?;V*xit h*~» 7 

^=-M *^->v) -1, 3-f7/-^-5-><^} mm 




g!fc,£l63-165 , C; 'H-NMR (CDC^-DMSO-dg) 5 2.31 (3H, s), 2.34 (3H, s), 3,67 
(2H, s), 4.15 (2H, s), 6.58 (1H, s), 7.18 (2H, d), 7.59 (2H, d). 



mmm 6 (37) 

2- { [3- ( {2- [5- (4-7/^P7s=/l') -2-^f^-3-7y 




tew®); 1 H-NMR (CDC1 3 ) 6 0.90 (3H, t), 1.19-1.62 (3H, m), 1.56 (6H, s), 
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1.71-1.88 (1H, m), 2.31 (3H, s), 2.89-3.00 (1H, m), 3.85 (2H, s), 3.95 (2H, 
d), 6.45 (1H, s), 6.73-6.77 (1H, m), 6.86 (1H, s), 6.89 (1H, d), 7.03 (2H, 
t), 7.18 (1H, t), 7.57 (2H, dd). . 

nmwe (3 8) 

[2- ( {2- [5— (4-7/^o7x^) - 2 5vU- 3 — ~7 ]) /V] a- 

J-Jr) -4-**f-)\>-\, 3-^7/^-5-^^] %m 



16^124-126^; 'H-NMR (CDC1 3 ) 5 2.29 (3H, s). 2.32 (3H, s), 2.80 (2H, t), 
3.31 (2H, t), 3.72 (2H, s), 6.42 (1H, s), 7.03 (2H, t), 7.55 (2H, dd). 

mmm 6 (39) 

[5- (3- { 2 -a^J-jv- 5 - [4- (h!)7/i/in^f/i,) y^=.jV\ -3 



St^l38-139X:; 'H-NMR (CDC1 3 ) 8 1.22 (3H, t), 1.95-2.05 (2H, m), 2.56 (2H, 
t), 2.64 (2H, q), 3.64 (2H, s), 3.79 (3H, s), 3.91 (2H, t), 6.59 (1H, s), 
6.78 (3H, s), 7.57 (2H, d), 7.67 (2H, d). 

mmme u o) 

[3- (3- {2-^5^/1.-5- [4- (F!J7/^o^f/v) 7i=/V] -3 

-y]>M zfv#*is) -4-* h^->7x-;H mm 
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iit,&137-138 t C; 1 H-NMR (CDCl 3 ) 8 1.22 (3H, t), 2.03-2.12 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.55 (2H, s), 3.85 (3H, s), 4.01 (2H, t), 6.60 (1H, s), 
6.78-6.82 (3H, m), 7.56 (2H, d), 7.66 (2H, d). 

mmme u d 

2- [ (3- { [5- (3-* HWssyl') -2-^f/l/-3-7!);W] ^ 



ffrtftfe; 'H-NMR (CDC1 3 ) 8 1.56 (6H, s), 2.38 (3H, s), 3.84 (3H, s), 3.88 
(2H, s), 4.83 (2H, s), 6.65 (1H, s), 6.77 (1H, ddd), 6.82-6.85 (1H, m), 
6.91-6.97 (2H, m), 7.15-7.28 (4H, m). 

mmme u 2) 

{ l4-V/U^-u-3- ( {2-^fvW-5- [4- (M)7^o^f;l/) y 



gfe^HO-lll'C; 'H-NMR (CDC1 3 ) 8 2.41 (3H, s), 3.08 (2H, s). 3.80 (2H, s), 
4.96 (2H, s), 6.80 (1H, s), 6.86-6.92 (1H, m), 6.99-7.08 (2H, m), 7.59 (2H, 
d), 7.70 (2H, d). 





F. 



mmme (43) 

{ [2 -7/l-;fc»-5- ( {2-^A— 5- [4- (hy7/^D^f;l/) y 



WO 2004/022551 



PCT/JP2003/011308 



250 




S^COOH 



®!,£105-106 < C; 1 H-NMR (CDC1 3 ) 5 2.40 (3H, s), 3.19 (2H, s), 3.86 (2H, s), 
4.84 (2H, s), 6.78 (1H, s), 6.82-6.88 (1H, m), 6.92-7.05 (2H, m), 7.60 (2H, 
d), 7.71 (2H, d). 



mmme (4 4) 

2- [4- (3- {2-^^-5- [4- (Fy7;Pto^f^) 7^=^] 

Me Me 

jPV XcooH 



gl!^102-103 < C; 1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (1H, 
m), 2.57 (2H, t), 2.64 (2H, q), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 
7.30 (2H, d), 7.57 (2H, d), 7/66 (2H, d). 

MMm 6 (45) 

2- [3- (3- {2-^^-5- [4- ( h V y/Vjrut^/V) -? ^~>V\ 



fx. 



ftMS94-95 , C ; 1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.58 (6H, s), 1.98-2.07 (1H, 
m), 2.58 (2H, t), 2.64 (2H, q), 3.96 (2H, t), 6.59 (1H, s), 6.77 (1H, ddd), 
6.94-6.98 (2H, m), 7.24 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 



mm e (4 6) 

[3- (3- { 2 -:r*vu— 5 - [4- (h!)7/l/#P^f^) -3 
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COOH 



^91-93^; 1 H-NMR (CDC1 3 ) 5 1.21 (3H, t), 2.01-2.10 (2H, m), 2.60 (2H, 
t), 2.64 (2H, q), 3.57 (2H. s), 4.02 (2H, t), 6.60 (1H, s), 6.78 (1H, ddd), 
6.85 (1H, dd), 7.02 (1H, dd), 7.57 (2H, d), 7.67 (2H, d). 

nt&mB (47) 

[5- (3- { 2 -3L=f-jU- 5 - [4- (Ml7/V*o^f/U) -7 ^=-)V] -3 
-7])^} Zfn#**s) -2-7/^B7x=/V] %m 



jHj&128-129'C; 1 H-NMR (CDC1 3 ) 6 1.22 (3H, t), 1.96-2.05 (2H, m), 2.57 (2H. 
t), 2.63 (2H, q), 3.67 (2H, d), 3.91 (2H, t), 6.58 (1H, s), 6.73-6.78 (2H, 
m), 6.97 (1H, t), 7.57 (2H, d), 7.67 (2H, d). 

H*£0i|6 (4 8) 

{ 3- ( {2-7<5vP-5- [4- (hy7yUtn^^) 7* 



(14,6151-152'C; 'H-NMR (CDC1 3 ) 5 2.27 (3H, s), 2.40 (3H, s), 3.16 (2H, s), 
3.88 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.88 (1H, d), 6.89 (1H, d), 7.12 
(1H, t), 7.59 (2H, d), 7.71 (2H, d). 





M&I& (4 9) 
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{ [2-^ ( (2—*?-A>-S- [4- ( H7^n^^) y 



H4 ( £85-87 e C; 1 H-NMR (CDC1 3 ) 6 1.41 (3H, t), 2.39 (3H, s), 3.21 (2H, s), 
3.84 (2H, s), 4.02 (2H, q), 4.82 (2H, s), 6.78 (1H, s), 6.82 (1H, s), 6.82 
(1H, d), 6.91 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 

mmme (so) 

[3- (3- {2-=5vV-5- [4- (M)7/^P^f/l') 7a:ii/V] -3 



F3C_ 0~^^°'^l COOH 

St£l09-110 c C; 1 H-NMR (CDC1 3 ) 8 1.22 (3H, t), 2.00-2.09 (2H, m), 2.22 (3H, 
s), 2.60 (2H, t) F 2.63 (2H, q), 3.69 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 
6.75 (1H, d), 6.81 (1H, d), 7.10 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 

mmme (5 n 

{ [4-^^vu-3- ( {2-^^-5- [4- (h!)7;^D^f;l.) -7^ 

-3 -y y/W ^ h^v-) ^v^] =f-Jr) mm 



giAl20-121t:; 1 H-NMR (CDCI3 ) 6 2.21 (3H, s), 2.42 (3H, s), 3.11 (2H, s), 
3.83 (2H, s), 4.89 (2H, s), 6.78 (1H, s), 6.83 (1H, dd), 6.91 (1H, d), 7.09 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 
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mmm6 (52) 

( {1- [3- ( 5- [4- ( h y 7JU*u*?-/\,) -y^~,v\ 



1 H-NMR (CDCI3 ) 5 0.88 (3H. t), 1. 21-1. 42 (2H, m), 1.77-1.91 (2H, 
m), 2.41 (3H, s), 2.93 (1H, d), 3.04 (1H, d), 3.97 (1H, dd), 4.87 (2H, s), 
6.79 (1H, s), 6.85-6.95 (3H, m), 7.24 (1H, t). 7.59 (2H, d), 7. 70 (2H, d). 

*t£0»J6 (5 3) 

[2— ({[5 — (3— > h^rv'7a^) - 2 ^-/U- 3 - 7 V yP] ^ ^/W 
^^-) -4-^^vW-l, 3-f7/- — <jV\ mfc 



]Rjftl74-176 , C; 'H-NMR (CDC1 3 -DMSO-dg ) 5 2.31 (3H, s), 2.34 (3H, s), 3.67 

(2H, s), 3.84 (3H, s), 4.15 (2H, s), 6.60 (1H, s), 6.75-6.79 (1H, m), 7.13 
(1H, s), 7.18 (1H, d), 7.26 (1H, t). 

Hife0)j6 (5 4) 

{ [4-^dp-3- ( {2-/ =TA — 5 - [4- (h^/Vtn^f/l') 7^ 



Sfc^-lOl'C; 'H-NMR (CDC1 3 ) 5 2.43 (3H, s), 3.08 (2H, s), 3.82 (2H, s), 
4.98 (2H, s), 6.82 (1H, s), 6.89 (1H, dd), 7.03 (1H, d), 7.32 (1H, d), 7.60 
(2H, d), 7.71 (2H, d). 
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mmm6 (55) 

{ 5- ( {2-^^-5- [4- (MJ7/Vtn^f/V) 37^ 

Me 

cF3 -O^X"°^^ s ^ COOH 

^ CH3 

lb£l23-124 < C; 1 H-NMR (CDC1,) 5 2.32 (3H, s), 2.41 (3H, s), 3.13 (2H, s), 
3.79 (2H, s), 4.85 (2H, s), 6.70 (1H, s), 6.76 (2H, s), 6.77 (1H, s), 7.58 
(2H, d), 7.69-(2H, d). 

H»!l6 (5 6) 

[3- (3- { 2 -zcf- f v— 5 - [4- (MJ7;^p^f/i/) y ^^/v] -3 
-7U;H :/ci* 0 ^» - 5 -^^jV7^=-jV\ 

Me 



Sb&lOO-lOl'C; 'H-NMR (CDC1 3 ) 8 1.22 (3H, t), 1.96-2.04 (2H, m), 2.30 (3H, 
s), 2.57 (2H, t), 2.64 (2H, q), 3.56 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 
6.63 (2H, s), 6.67 (1H, s), 7.56 (2H, d), 7.66 (2H, d). 



f!l 6 (57) 

2- [4- (3- {2-^/1—5- [4- (b^/Vta^f^) 7s^] 
-3-7VM -?ui£**s) 7x/dE->] -2-^^/^p f^J-Vgf 

" -CH 3 

8L£70-71°C; 'H-NMR (CDClj) 6 1.22 (3H, t), 1.53 (6H, s), 1.95-2.09 (2H, 
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m), 2.58 (2H, t), 2.64 (2H, q), 3.93 (2H, t), 6.60 (1H, s), 6.81 (2H, d), 
6.92 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 

mmm6 (5 8) 

2- [2-^nP-4- (3- { 2 -zc^-jv- 5 - [4- (hy7/^D^f/P) 
7x^1/] -3-7!)^} :7 P uxK3rv') 7iy^v/] - 2-^fvK/o 



tt^Jfe; 1 H-NMR (CDC1 3 ) 6 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (2H, m), 
2.57 (2H, t), 2.63 (2H, q), 3.92 (2H, t), 6.58 (1H. s), 6.73 (1H. dd), 6.94 
(1H, d), 7.04 (1H, d), 7.57 (2H, d), 7.67 (2H, d). 

(5 9) 

2 -.ff-As-2- { [3- ( {2-^^-5- [3- (Fy7/^n^f/U) 



g&j&81-82t;; 'H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.40 (3H, s), 3.88 (2H, s), 
4.86 (2H, s), 6.75 (1H, s), 6.82-6.87 (1H, m), 6.92-6.96 (2H, m), 7.22 (1H, 
t), 7.46 (2H, d), 7.75-7.79 (1H, m), 7.86 (1H, s). 

(6 0) 

2- (4- { [5- (3-^ b*~>7 = ~/l>) - 2- Z-? \) ,V\ * Y 



CI 




COOH 
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Sl^lll-112'C; 'H-NMR (CDC1,) 5 1.54 (6H, s), 2.38 (3H, s), 3.84 (3H, s), 
4.82 (2H, s), 6.64 (1H, s), 6.76-6.80 (1H, m), 6.88 (2H, d), 6.-93 (2H, d), 
7. 15-7.29 (3H, m). 

mnme (6 n 

(3- {3 - [2-^5vV-5- (3-p< hdfi/7i-;i/) -3-7!J;v] 



tiaVtya; 'H-NMR (CDC1 3 ) 8 1.21 (3H, t), 1.96-2.05 (2H, m), 2.56 (2H, t), 
2.62 (2H, q), 3.61 (2H, s), 3.84 (3H, s), 3.95 (2H, t), 6.47 (1H, s), 6.73-6.76 
(1H, m), 6.79-6.86 (3H, m), 7.13-7.27 (4H, ra). 

mmme (6 2) 

2- (4- {3- [2-^fvl — 5- (3 b^7x.=-A") -3-7D/P] 



ItoVtm; * H-NMR (CDC1 3 ) 6 1.20 (3H, t), 1.53 (6H, s), 1.96-2.05 (2H, m), 
2.56 (2H, t), 2.61 (2H, q), 3.84 (3H, s), 3.92 (2H, t), 6.46 (1H, s), 6.72-6.77 
(1H, m), 6.79 (2H, d), 6.90 (2H, d), 7.12-7.27 (3H, m). 





mmm 6(63) 

2-^/1—2- [4- ( {2-^^-5- [3- ( h V y 
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jrY°x cooH 

f\ ^^^A^TWe Me 



F 3 Cf ° CH, 

@l!^83-84 e C; 'H-NMR (CDC1,) 6 1.55 (6H, s), 2.40 (3H, s), 4.84 (2H, s), 

6.75 (1H, s), 6.86-6.97 (4H, m), 7.47 (2H, d), 7.75-7.79 (1H, ra), 7.86 (1H, 
s). 



16 (64) 

{4-^?vW-2- [ ( {2-^^-5- [3- (F!).7/^o>f^) y ■ 
=-jv\ -3-7U/H tf-jv) m -1. 3-fT/-/V-5 — f/W 




CH 3 



§6^193-194*0; 'H-NMR (CDC1, -DMSO-dj ) 5 2.33 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 4.16 (2H, s), 6.70 (1H, s), 7.45-7.48 (2H, m), 7.72-7.77 (1H, m), 
7.83 (1H, s). 

mmme (6 5) 

2- { [1- (3- { [5— (4 -•7J\sjrn7^=-;V) -2-^^/1—3-7]) 



F -cHr°' c ^ s f cooH 

CH 3 

§t^89-90 t C; 1 H-NMR (CDC1 3 ) 6 1.39 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.38 (3H, s), 4.13 (1H, q), 4.85 (2H, s), 6.59 (1H, s), 6.81 (1H, dd), 6.93 
(1H, d), 6.97 (1H, t), 7.04 (2H, t), 7.20 (1H, t), 7.57 (2H, dd). 

mmm 6 (66) 
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2-^5vU-2- ( {1- [3- ( 5 - [4- (h!J7^D> 



H&75-77°C; 'H-NMR (CDC1 3 ) 6 1.40 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.42 (3H, s), 4.14 (1H, q), 4.87 (2H, s), 6.79 (1H, s), 6.79-6.84 (1H, m), 
6.92-6.99 (2H, m), 7.21 (1H, t), 7.59 (2H, d), 7.71 (2H, d). 

mmme <e 7) 

2- [3- (3- { 2 5 - [4- (M)7;Vto^f/W) •7 =C .=.;V\ 



Wmt; 'H-NMR (CDCI3) 6 1.22 (3H, t), 1.50 (3H, d), 1.97-2.06 (2H, m), 
2.58 (2H, t), 2.64 (2H, q), 3.71 (1H, q), 3.96 (2H, t), 6.59 (1H, s), 6.79 
(1H, ddd), 6.86-6.91 (2H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 (2H, d). 

l£«J6 (6 8) 

2- [2-7/U^-o-4- ( {2-^^-5- [4- ( h y 7Ato ^ f 




F 3 C 



W Me 



COOH 



F 




jai!^82-83 0 C; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, d), 2.41 (3H, s), 4.83 (2H, s), 
6.65-6.80 (2H, m), 6.77 (1H, s), 7.05 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 



WO 2004/022551 



PCT/JP2003/011308 



mmM6 (6 9) 

2- [4- (3- {2 [4- (b9 7/i/to^fyi') 7x=;u] 



1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.54 (6H, s), 1.95-2.09 (2H, m), 
2.54-2.69 (4H, m), 3.92 (2H, t), 6.56-6.71 (2H, m), 6.59 (1H, s), 7.03 (1H, 
t), 7.58 (2H, d), 7.68 (2H, d). 

mmm6 (70) 

2-^^-2- { [3- ( {2-^/^-5- [4- (M)7/Vtn^f;l/) 



gi!,695-96 c C; 1 H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.42 (3H. s), 4.52 (2H, s), 
4.89 (2H, s), 6.79 (1H, s), 6.89-7.01 (3H, m), 7.30 (1H. t), 7.60 (2H, d), 
7.71 (2H, d). 

nmmQ (7 d 

2- [ (3- { [5- (4-7/l/tD7s-;l/) -2-* s f-A — 3-7!)/!/] > 



T^/UT't^^; 1 H-NMR (CDCI3 ) 6 1.57 (6H, s), 2.39 (3H, s), 4.52 (2H, 
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s), 4.87 (2H, s), 6.60 (1H, s), 6.90-7.09 (5H, m), 7.29 (1H, t), 7.59 (2H, 
dd). 

mi&W6 (7 2) 

{2- [ ( {2- (^h^ri/^yW) -5- [4- (h!)7/^n^^) 7x 
=-/Ul -3-7y/U} ^/W) ^] 3-^T;/— A'-S- 



Bt^t 104-106^; 1 H-NMR (CDC1 3 ) 8 1.23 (3H, t), 2.34 (3H, s), 3.56 (2H, q), 
3.73 (2H, s), 4.26 (2H, s), 4.51 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7.72 
(2H, d). 

mmme (73) 

{2- [ ( {2-y^/W-5- [4- d>!)7;^n^f/u) y ^~>v] -3- 



tAlfcm; 'H-NMR (CDCI3 ) 5 0.92 (3H, t), 1.32-1.39 (2H, m), 1.59-1.66 (2H, 
m), 2.30 (3H, s), 2.62 (2H, t), 2.80 (2H, t), 3.28 (2H, t), 3.67 (2H, s), 
6.60 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

mmme (74) 

2- { [3- ( {2- (aih^-^^T^) -5- [4- ( hV ^^Jrv 




F 3 C 




C0 2 H 
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Me Me 



CQH 



1 H-NMR (CDC1 3 ) 5 1.23 (3H, t), 1.55 (6H, s), 3.60 (2H, q), 3.88 
(2H, s), 4.58 (2H, s), 4.97 (2H, s), 6.83-6.87 (2H, m), 6.92-6.98 (2H, m), 
7.19 (1H, d), 7.60 (2H, d), 7.75 (2H, d). 

mmm6 (75) 

2- [2-^^-4- ( {2-^^-5- [4- d>y7;^P^f/W) -7 



iSfe^ll8-119 < C; 1 H-NMR (CDCI3 ) 5 0.97 (3H, t), 1.58-1.72 <2H, m), 2.30 (3H, 
s), 2.39 (3H, s), 2.54-2.58 (1H, m), 2.72 (1H, dd), 2.92 (1H, dd), 4.82 
(2H, s), 6.71-6.79 (3H, m), 7.06 (1H, d), 7.58 (2H, d), 7.70 (2H, d). 

^WJ6 (7 6) 

2 -^^VU- 3 - [2-^^-4- ( {2-/7-/1—5- [4- 



g4^96-97 c C; "H-NMR (CDC1 3 ) 8 1.20 (3H, d), 2.30 (3H, s), 2.39 (3H, s), 
2.57-2.75 (2H, m), 3.04 (1H, dd), 4.82 (2H, s), 6.72-6.78 (3H, ra), 7.04 
(1H, d), 7.57 (2H, d), 7.69 (2H, d). 

mmm6 (77) 

2 -f b*~>- 3 - [2 - ^fvU-4 - ( { 2 -t^/V- 5 - [4 - ( h <) 37 /V 
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14^125-126^:; ' H-NMR (CDC1 3 ) 8 2.34 (3H, s), 2.40 (3H, s), 2.97 (1H, dd), 
3.13 (1H, dd), 3.35 (3H, s), 3.95 (1H, dd), 4.83 (2H, s), 6.74-6.79 (3H, 
m), 7.12 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 

mmme a 8) 

2, 2-^^-3- [4- ( {2-^^/U-5- [4- (MJ7/l/tP^f 
M 7^~;V\ -3-7V/U} * h=ar-» 7 'at— /U] /n 



84^125-127^; 'H-NMR (CDC1 3 ) 8 1.20 (6H, s) 2.38 (3H, s), 2.48 (2H, s), 
4.82 (2H, s), 6/75 (1H. s), 6.88 (2H, d), 7.10 (2H, d). 7.57 (2H, d), 7.68 
(2H, d). 

mnme (79) 

2. 2-v^?vU-3- [4- (2- {2-^^-5- [4- (h!)7^n 



tt^4b; 'H-NMR (CDCI3) 8 1.18 (6H, s), 2.33 (3H, s), 2.78-2.86 (4H, in), 
4.06 (2H, t), 6.65 (1H, s), 6.81 (2H, d), 7.07 (2H, d), 7.56 (2H, d), 7.66 
(2H, d). 






mmm 6 (so 

2, 2->^5vU-3- [4- (3- {2-^^-5- [4- (MJ7^tn 
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Me 

V C0 2 H 

#te&ttt&5fc; 1 H-NMR (CDC1 3 ) 5 1.18 (6H, s), 2.00 (2H, t), 2.26 (3H, s), 
2.56 (2H, t), 2.82 (2H, s), 3.93 (2H, t), 6.59 (1H, s), 6.80 (2H. d), 7.07 
(2H, d), 7.56 (2H, d), 7.65 (2H, d). 



mmme (s d 

[3-^ h*'>-4- ( {2-*?-A>-5- [4- (hy7/^o^f/H 7 
~>V\ -3-7V;u} * mk 



1L&139-140 < C; 1 H-NMR (CDC1 3 ) 5 2.38 (3H, s), 3.59 (2H, s), 3.86 (3H, s), 
4.91 (2H, s), 6.78-6.82 (3H, m), 7.58 (2H, d), 7.69 (2H, d). 



mm 6 (8 2) 

3- [4-p< h*U-3- ( { 2 -*=?)\y- 5 - [4- (Ml 7/\s#a*^/\,) 



MeO 




COjH 



^£128-129*0; 'H-NMR (CDC1 3 ) 5 2.38 (3H, s), 2.60-2.68 (2H, m), 2.89 (2H, 
t), 3.84 (3H, s), 4.91 (2H. s), 6. 81 (4H, s), 7.58 (2H, d), 7.69 (2H, d). 



mmm6 (8 3) 

[3- (2- {2->?vU 



-5- [4- 



(b V 7;U*a pt^-jU) 7x=/i/] 



— 3 
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O 



CO2H 



®t^92-94 c C; 1 H— NMR (CDC1 3 ) 8 2.34 (3H, s), 2.84 (2H, t), 3.61 (2H, s), 
4.08 (2H, t), 6.66 (1H, s), 6.81-6.88 (3H, m), 7.19-7.27 (1H, m), 7.57 (2H, 
d), 7.68 (2H, d). 

mt&W6 (8 4) 

[3- (3- {2-^/1-- 5- [4- (hy7/^n^fyu) 7x^yU] -3 



84^111-113^; 1 H-NMR (CDC1 3 ) 8 2.01 (2H, t), 2.26 (3H, s), 2.56 (2H, t), 
3.61 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.80-6.87 (3H, m), 7.19-7.27 (1H, 
m), 7.56 (2H, d), 7.66 (2H, d). 

H»J6 (8 5) 

2-^^/1 — 2- [3- ( {2-*3vV-5- [4- (hi;7/^B^f;l/) 7 



»Wtt27-128'C; 1 H-NMR (CDC1 3 ) 5 1.59 (6H, s), 2.40 (3H, s), 4.85 (2H, s), 
6.78 (1H, s), 6.85-6.89 (1H, m), 7.00-7.02 (2H, m), 7. 24-7.30 (1H, m), 7.59 
(2H, d), 7.70 (2H, d). 

mmm 6(86) 

2-^/U- 2- [4- ( {2-^^/1—5- [4- a^/Utn^f/l') 7 
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F3C OaxTo 




lt^l05-107 , C; 1 H-NMR (CDC1 3 ) 8 1.58 (6H. s), 2.39 (3H. s), 4.85 (2H, s), 
6.76 (1H, s), 6.94 (2H, d), 7.34 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmme (8 d 

[3- ( {2 5- [4- (h^/^D^^) -3-7 



®k&118-119t:; 'H-NMR (CDCI3) 5 2.40 (3H, s), 4.66 (2H, s), 4.84 (2H, s), 
6.51-6.54 (1H, m), 6.56-6.58 (1H, m), 6.62-6.66 (1H, m), 6.77 (1H, s), 7.11 
(1H, d), 7.59 (2H, d), 7.69 (2H, d). 

mMM6 (8 8) 

2-^/U-2- { [4- ( {2-^5vV-5- [4- (M)7^n^f^) 



6t,£l28-129 < C; 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.38 (3H, s), 4.84 (2H, s), 
6.73 (1H, s), 6.93 (2H, d), 7.46 (2H, d), 7.58 (2H,-d), 7.68 (2H, d). 

nw.m& (8 9) 

3- [5- ( {2-^5vU-5- [4- ( h ]) 7*— /W] -3 

-7U;W t -1 — <>/77>-2-'f^] 7*d f ^ygl 





.Me 
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il£ 156-157^; 1 H-NMR (CDC1 3 ) 5 2.39 (3H, s). 2.82 (2H, t), 3.10 (2H, t), 
4.88 (2H, s), 6.39 (1H, s), 6.80 (1H, s), 6.88 (1H, dd), 7.04 (1H, d), 7.30 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 



[5- ( {2-^^-5- [4- (H7^tP^f^) 7x=M -Z-Z7 



o- Me 




140-142^; 'H-NMR (CDC1 3 ) 6 2.34 (3H, s), 3.75 (2H, s), 4.80 (2H, s), 
6.51 (1H, s), 6.74 (1H, s), 6.86 (1H, d), 7.00 (1H, s), 7.25 (1H, s), 7.55 
(2H, d), 7.65 (2H, d). 

6(91) 

3- [4- ( {2-^/1—5- [4- (hy7/l/tn^f;u) -3 



F 3 C^/ V-Cl 





C0 2 H 



®L£l29-131 0 C; 1 H-NMR (CDC1 3 ) 5 0.99 (3H, t), 1.57-1.68 (2H, m), 2.40 (3H, 
s), 2.54-2.66 (4H, m), 2.93 (2H, t), 4.84 (2H, s), 6.73-6.79 (3H, m), 7.09 
(1H, d), 7.59 (2H, d), 7.70 (2H. d). 



■mmms o 2) 
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2- [2-^do-4- ( {2-*5S>P-5- [4- tbVyj^a^M 7 



©6^92-93*0 ; 1 H-NMR (CDC1,) 6 1.59 (6H, s), 2.40 (3H, s), 4.82 (2H, s), 
6.75 (1H, s), 6.81 (1H. dd), 7.02 (1H, d), 7.07 (1H, d), 7.59 (2H, d), 7.70 
(2H, d). 

mmme (93) 

[3-^PD-4- (3- { 2 -JL^)V- 5 - [4- (YV7)V*U*5>)V) 7 



Hftj^Lll2-113*C; 'H-NMR (CDC1,) <5 1.20 (3H, t), 2.04-2.08 (2H, m), 2.64-2.68 
(4H, m), 3.57 (2H, s), 4.00 (2H, t), 6.59 (1H, s), 6.82 (1H, d), 7.08 (1H, 
dd), 7.30 (1H, d), 7.57 (2H, d), 7.66 (2H, d). 

§fe&£0d6 (9 4) 

2- I [4-7;^P-3- ( {2-*^)V-S- [4- (h'J7MD^fJW 

7x-;w -3-7'j;H tb**/) i>i?M -2-^^7ne^> 

m 



§6*120-1 23*0; ' H-NMR (CDC1 3 ) 6 1.54 (6H, s), 2.40 (3H, s), 3.83 (2H, s), 
4.93 (2H, s), 6.78 (1H, s), 6.88-6.89 (1H. m), 6.93-7.06 (2H, m), 7.58 (2H. 
d), 7. 68 (2H, d). 
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mmme os) 

2- { [2-7/^o-5- ( {2-^^-5- [4- (h!J7/VtD>^) 
- 3 - y V A-} * b ■O&A''} - 2 ?VK7*n 

m 



it£l31-132 t C; 1 H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.39 (3H, s), 3.90 (2H, s) , 
4.81 <2H, s), 6.76-6.82 (2H, m), 6.90-6.99 (2H, m), 7.58 (2H, d), 7.69 (2H, 
d). 

2- { [2-7/U*n-3- ( {2-^^-5- [4- ( h V ^ ^/V) 

Wt' 



$&,&106-108 C C; 1 H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.38 (3H, s), 3.93 (2H, s), 
4.91 (2H, s), 6.77 (1H, s), 6.90-6.99 (3H, m), 7.58 (2H, d), 7.68 (2H, d). 

mmm 6 (97) 

[3- (3- { 2 5- [4- (M;7/Wi-D^f/V) 7i^] -3 




jSt ( ^92-93°C; 'H-NMR (CDC1 3 ) 5 1.21 (3H, t), 1.98-2.12 (2H, m), 2.57-2.70 





Me 
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(4H, m), 3.72 (2H, d), 4.02 (2H, t), 6.60 (1H, s), 6.78-7.04 (3H, m), 7.57 
(2H, d), 7.67 (2H. d). 

mmme os) 



®1^104-I05t:; 1 H-NMR (CDC1 3 ) 5 1.20 (3H, O. 2.03-2.10 (2H, m), 2.59-2.70 
(4H. m), 3.58 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78-6.81 (2H, m), 7.31 
(1H, d), 7.57 (2H, d), 7.67 (2H, d). 

(9 9) 

2- { [4-^0-3- ( { 2 -Jf/U- 5 - [4- (hy7/P^-n^f-;l/) 

m 



iHj^l40-142 < C; 'H-NMR (CDC1 3 ) 6 1.53 (6H, s), 2.41 (3H, s), 3.84 (2H, s), 
4.93 (2H, s), 6.79 (1H. s), 6.86 (1H, dd), 6.99 (1H, d), 7.24 (1H, s), 7.58 
(2H, d), 7.69 (2H, d). 



[4-^dd-3- (3- {2-^1^-5- [4- (h])7/^o^f-/u) 7 




CI 




CI 



HJife^6 (10 0) 

[3- (3- { 2 -rn?vu- 5 - [4- (h!)7/^n^^) 7x=/P] -3 
-7iJ/W} 7 p n7K^r'» - 1 H-^f jV- 1 -^yU] 
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gfe,6l39-140 e C; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 2.07-2.12 (2H, m), 2.57-2.68 
(4H, m), 4.37 (2H, t), 4.92 (2H, s), 6.61 (1H, s), 7.06-7.11 (1H, m), 7.16 
(1H, d), 7.37-7.42 (1H, m), 7.56 (2H, d), 7.64-7.69 (3H, m). 

mmm 6 (iod 

[5- ( {2-^^/V-5- [4- (hy7;^n^f;l.) y ^=.)V\ -3-7 

y/w *h*i/) -l — — r/w] mm 




16^153-154^; 'H-NMR (CDC1 3 ) 6 2.41 (3H, s), 3.94 (2H, d), 4.91 (2H, s), 
6.79 (1H, s), 7.00 (1H, dd), 7,12 (1H, s), 7.24-7.25 (1H, m), 7.59 (2H, 
d), 7.65 (1H, d), 7.70 (2H, d). 



mMM6 (10 2) 

[5- (3- {2-3i^^-5- [4- (hy7;^n^f;l/) 7i=;V] -3 

-7y/H zf*tf*'» -1— <^/^^-2 — r/Kl mm 




®!.&111-112 C C; 1 H-NMR (CDC1 3 ) 6 1.21 (3H, t). 2.04 (2H, t), 2.57-2.67 (4H, 
m), 3.92 (2H, s), 3.99 (2H, t), 6.59 (1H, s), 6.93-6.96 (1H, m), 7.08 (1H, 
s), 7.13 (1H, s), 7.55 (2H, d), 7.60 (1H, s), 7.66 (2H, d). 



»J6 (10 3) 
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3- [5- ( {2-*?-/V>-5- [4- (H)7;^o^f/V) 7 tV\ -3 



F,C- 




P- 



Me 




C0 2 H 



®t^l87-188X:; 1 H-NMR (CDC1 3 ) 5 2.41 (3H, s), 2.73 (2H, t), 3.21 (2H, t), 
4.91 (2H, s), 6.81 (1H, s) , 6.93-6.98 (2H, m), 7.21 (1H, d), 7.59 (2H, d), 
7.62 (1H, s), 7.71 (2H, d). 

mmme a 04) 

2-^^-2- [4- (4- {2-*^vU-5- [4- (h!)7^n^f;P) 




Me Me 



l!fe^67-69 < C; 1 H-NMR (CDC1 3 ) 5 1.53 (6H. s) , 1.70-1.83 (4H, m), 2.29 (3H, 
s), 2.38-2.45 (2H, m), 3.93 (2H, t), 6.58 (1H, s), 6.79 (2H, d), 6.90 (2H, 
d), 7.56 (2H, d), 7.66 (2H, d). 



mmm6 (105) 

2-^^-2- {4- [ ( (E) -4- {2-^^-5- [4- (h!)7;l/ 
jfru 7x-;U] -Z-7VM -3-^=-^) i^rv'] 7i/^7) 




Me Me 



WiftVd: 'H-NMR (CDC1 3 ) 8 1.54 (6H, s), 2.37 (3H, s), 2.63-2.69 (2H, m), 
4.02 (2H, t). 5.97 (1H, dt), 6.30 (1H, d), 6.81-6.87 (3H, m), 6.88-6.95 
(2H, ra), 7.58 (2H, d), 7.69 (2H, d). 
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mMM6 (10 6) 

2-^^-2- { [4- (4- {2-*TA'-5- [4- (hy7;^P^f 




HlL£l55-156 £ C; 1 H-NMR (CDC1 3 ) 8 1.46 (6H, s), 1.68-1.83 (4H, m), 2.29 (3H, 
m), 2.36-2.44 (2H, m), 3.95 (2H, t), 6.58 (1H, s), 6.82 (2H, d), 7.40 (2H. 
d), 7.56 (2H, d), 7.66 (2H, d). 



HJfe0il6 (10 7) 

2-^^-2- ( { [5- ( {2-^^/1—5- [4- (M)7/^P^f^) 
1-*) 7*0^8 




8t,&158-159 < C; 'H-NMR (CDC1 3 ) 8 1.57 (6H, s), 2.40 (3H, s) , 4.16 (2H, d), 
4.89 (2H, s), 6.78 (1H, s), 6.98 (1H, dd), 7.12 (1H, s), 7.21 (1H, d), 7.59 
(2H, d), 7.62 (1H, d), 7.70 (2H, d). 

MMM 6 (10 8) 

2-^/^-2- { [4- ( {2-^^/W-5- [3- (Mi7^to^^) 




St^l08-109 e C; 'H-NMR (CDC1 3 ) 8 1.48 (6H, s), 2.38 (3H, s), 4.85 (2H, s), 
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6.71 (1H, s), 6.94 (2H, d), 7.44-7.48 (4H, ra), 7.72-7.76 (1H, m), 7.84 (1H, 
s). 

M1fcM6 (10 9) 

2-^^-2- { [3- ( {2-^fvW- 5- [4- (hy7/^n^f/l/) 



gllj£l48-149 < C; 1 H-NMR (CDC1 3 ) 8 1.56 (6H, s), 2. 40 (3H, s), 3.88 (2H, s), 
4.85 (2H, s), 6.77 (1H, s), 6.81-6.97 (3H, m), 7.20 (1H, d), 7.59 (2H, d), 
7.70 (2H, d). 

(110) 

2- [ (3- { [5- (4-^ h^7x.=-M -2-^f/V-3-7!l/l/] * 



8L£96-97 < C; 1 H-NMR (CDC1 3 ) 6 1.56 (6H, s), 2.36 (3H, s), 3.82 (3H, a), 
3.87 (2H, s), 4.83 (2H, s), 6.52 (1H, s), 6.81-6.97 (4H, m), 7.19 (1H, d), 
7.55 (2H, d). 

mmm6 a 1 d 

2- [ (3- { [5- (4-^Dn7i-^) -2-^^-^-3-y])/^l * h 
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gt,&143-144 < C; 1 H-NMR (CDC1 3 ) 5 1.56 (6H, s), 2.37 (3H, s), 3.87 (2H, s), 
4.83 (2H, s), 6.64 (1H, s), 6.80-6.95 (3H, ra), 7.19 (1H, d), 7.31 (2H, d), 
7.54 (2H, d). 

nMM6 (112) 

2— [ (3- { [5- (3-7/^071^) -2-^f^-3-7J)/U] p< 



St^ll6-117 < C; 'H-NMR (CDC1 3 ) 6 1.56 (6H, s), 2.38 (3H, s), 3.88 (2H, s), 
4.84 (2H, s), 6.68 (1H, s), 6.82-6.97 (4H, m), 7.18-7.39 (4H, m). 

mmme (113) 

2- [ (4- { [5- U~* Y**/7^~/V) -2-^f/U-3-7!J^] * 




®t^;i45-146X:; 'H-NMR (CDC1 3 ) 8 1.48 (6H, s), 2.34 (3H, s), 3.81 (3H, s), 
4.82 (2H, s), 6.48 (1H, s), 6.86-6.95 (4H, m), 7.45 (2H, d), 7.53 (2H, d). 

mw&\6 (114) 

2- [ (4- { [5- (4-?dd7x=;U) -2-^^-3-7!)^] J h 



I*,&130-13lt; 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s). 2.36 (3H, s), 4.83 (2H, s), 




Me 
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6.61 (1H, s), 6.93 (2H, d) . 7.31 (2H. d). 7.46 (2H, d), 7.53 (2H, d). 

mi&m6 (115) 

2- [ (4- { [5- (3-7^0 7x^/1/) - Z-tJ-JV- 3-7!J/l/] ? 




S6A146-147X:; 1 H-NMR (CDC1 3 ) 6 1.48 (6H, s), 2.37 (3H, s), 4.84 (2H, s), 
6.65 (1H, s), 6.92-6.95 (3H, m), 7.26-7.38 (3H, m), 7.46 (2H, d). 



mmm 6 ( 1 1 6 ) 

2-^^-2- { [3- ( {2-^^-5- [2- (HJ7/Vtn^f/l/) 
7x-/P] -3-7 1)/^} ? h*cis) ^>v?/W] J-*} T'd 

Me Me 

flMfc&K 1 H-NMR (CDC1,) 5 1.55 (6H, s), 2.38 (3H, s), 3.86 (2H, s), 4.85 

(2H, s), 6.71 (1H, s), 6.79-6.96 (3H, m) , 7.16-7.24 (1H, m), 7.36 (1H, t), 
7.53 (1H, t), 7.69-7.74 (2H, m). 

mi&m 6 di7) 

2-p<5vU-2- { [4- ( {2-^^-5- [2- ^y7/^D^f/l/) 
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""tf^l Me Me 



/ 2 r 

Sfe^:il5-116t:; 1 H-NMR (CDC1 3 ) 5 1.48 (6H. s), 2.37 (3H, s), 4.86 (2H, s), 

6.70 (1H, s), 6.93 (2H, d), 7.36-7.39 (1H, m), 7:45 (2H, d), 7.53 (1H, t), 
7.70-7.73 (2H, m). 

mmm6 a 1 8) 

2-p<^/U-2- { [3- ( {2-*^;U-5- [4- (h!/7^D^f/l,) 

,C0 2 H 
Me 




°YYV 

K^> Me Mi 



g*,&127-128t:; 1 H-NMR (CDC1 3 ) 6 1.49 (6H, s), 2.38 (3H, s), 4.83 (2H, s), 
6.75 (1H, s), 6.95-6.99 (1H, m), 7.10-7.13 (2H, m), 7.21-7.27 (1H. m), 7.58 
(2H, d), 7.68. (2H, d). 

mmm 6 (119) 

2 — <?vl — 2 — ( {3- [ ( 2 - > f-)V— 5-7i 3 - 7 y ^ 

> — v O ^Me 

// \ / Y Me Me 

V->"V!Co rv ^ s x c02H 




^113-114^; 1 H-NMR (CDCI3 ) 5 1.55 (6H, s), 2.37 (3H, s), 3.87 (2H, s), 
4.84 (2H, s), 6.64 (1H, s), 6.81-6.85 (1H, m), 6.91-6.97 (2H, m), 7.17-7.24 
(2H, m), 7.33-7.36 (2H, m), 7.59-7.62 (2H, m). 
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MMW6 (12 0) 

2-^^-2- [ (3- { [2 - * ?VU- 5 - (4-^f;V7i^) -3- 




RLft 121-122^; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, s), 2.34 (3H, s), 2.36 (3H, s), 
3.87 (2H, s), 4.83 (2H, s), 6.58 (1H, s), 6.81-6.85 (1H, m), 6.90-6.96 (2H, 
m), 7.13-7.24 (3H, m), 7.50 (2H, d). 

mmm 6(121) 

[3- (3- { 2 -^jV- 5 - [4- (hU7;Vtn>f^) 7x- /W] -3 




fflMftfe; 1 H-NMR (CDC1,) 5 1.23 (3H, t), 2.00-2.06 (1H, m), 2.32-2.38 (1H, 
m), 2.64-2.73 (2H, m), 3.23 (3H, s), 3.60 (2H, s), 3.88-3.93 (1H, m), 
4.06-4.13 (1H, m), 4.43 (1H, t), 6.69 (1H, s), 6.77-6.87 (3H, m), 7.19-7.25 
(1H, m), 7.60 (2H, d), 7.70 (2H, d). 

•mm 6(122) 

2-/^-^-2- { [4- (3- {2-p<5vV-5- [4- (hy7/^D^f 
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Me 



Me 



CF. 



(CH 2 ) a O-^ ' 




BL&127-128 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s), 1.98-2.05 (2H, ra), 2.26 
(3H, s), 2.57 (2H, t), 3.95 (2H, t), 6.58 (1H, s), 6.85 (2H, d), 7.43 (2H, 
d), 7.57 (2H, d), 7.67 (2H, d). 

H«J6 (12 3) 

3- [4- ( { 2 -t^lV- 5 - [4- (hy7y^n^f/l/) ~? ol-jV] -3 



St£l82-183 *C; 'H-NMR (CDC1 3 ) 5 2.40 (3H, s) , 2.66 (2H, t), 2.92 (2H, 
t), 4.85 (2H, s), 6.78 (1H, s), 6.91 (2H, d), 7.15 (2H, d), 7.60 (2H, d), 
7.71 (2H, d). 

mmm 6 (124) 

N-^57vl— N- [3- ( {2-^^/1—5- [4- ( h V 7 / ^-/V) - 



T^Sls^TX: 'H-NMR (DMS0-d 6 ) 6 2.34 (3H, s), 2.42 (3H, s), 3.19 (2H, 
s), 3.75 (2H, s), 4.94 (2H, s), 6.93-6.97 (2H, m), 7.04 (1H, s), 7.20 (1H, 
s), 7.28 (1H, t), 7.74 (2H, d), 7.86 (2H, d). 

^iS^!|6 (12 5) 




OH 
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3* - ( {2-^^/W-5- [4- (h!)7/^n^f/U) 37 ^-/l/] -3-7 
y/U} -1, 1' -fc'T'ain^-S-^/U/K^ 




jH£l78-179 < C; l H-NMR (CDC1 3 ) 6 2.44 (3H, s), 4.96 (2H, s), 6.82 (1H, s), 
6.99-7.03 (1H, m), 7.24-7.27 (2H, in), 7.41 (1H, t), 7.52-7.61 (3H, m), 7.72 
(2H, d), 7.82-7.85 (1H, m), 8.08-8.12 (1H, m), 8.34-8.36 (1H, m). 

mmme (126) 

[3' - ( {2-^/1'- 5- [4- ( h V :7i~/U] -3- 




gk&128-129 *C; 1 H-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.70 (2H, s), 4.92 (2H, 
s), 6.81 (1H, s), 6.93-6.99 (1H, m), 7.18-7.43 (5H, m), 7.48-7.52 (2H, m), 
7.59 (2H, d), 7.71 (2H, d). 



17 

3- [3- ( i2-^f;^5- [4- (hJJ7/Utn>^) 7x=^] -3-7n/f 

Me 

H 

,C0 2 Et 

o 11 1 

TkKHt^M; (8 lmg) «7h7t Kn77y!l«i (5ml) 

?-;u***;Wt&t^?-/u (0. 2 6ml) ^Tk^TTiST U 3 OftmnLtz.. 
^(DfcfcmiZ-N- (3-*/U^yU7x^l/) - 2 -^^u-5-[4- ( h V 7 & * 
?vu) 7i=/i^] -3-:7yUT$ K (0. 5 0g) h7t Ka77VSS (5 
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Kn77yi«(5ral-5ml) t^ft?$*, 1 oyoA'y^^-^l^ 
^/V*7A^Pvh^77-f- (^1^ : g^m^= 8 : 1^5 : 1) "C 

mmv. gfttt (o. 3 8 g ) ^a^uT#fc„ 

jUt^m-lSSt; 'H-NMR (CDC1 3 ) 6 1.24 (3H, t), 2.63 (2H, t), 2.72 (3H, s), 
2.96 (2H, t), 4.13 (2H, q), 6.89 (1H, s), 6.99 (1H, d), 7.23-7.31 (1H, m), 
7.41-7.50 (3H, m), 7.64 (2H, d), 7.75 (2H, d). 



3- [3- ( {2-^/1^5- [4- (H)7;^o^f/V) 7^ — /V] 




F 3 C ^ ^ 

O 



C0 2 H 



3- [3- ( {2-y^7P-5- [4- (h^/Ptn^f/l') -3-^0 
•OW} T^y) 7x= 7"cr t°^-^oi^/U (0. 3 3g) Ofh7tKn7 
7 ^-=-9 J -JVifem ( 3 m 1 -3 m 1 ) iZ 1 ^^tK®?^ h y -7 ( 1 . 

5ml) *MTl.xm%.X 1 ^m^Lfdo 1 *l7Ei£i£T'g£tt <b U g^^/U 

X*mm U g ( 2 4 5 m g ) t LT#fc 0 

St,&200-201 C C; 1 H-NMR (CDC1 3 ) 8 2.62 (2H, t), 2.73 <3H, s), 2.95 (2H, t), 

6.97 (1H, d), 7.24 (1H, t), 7.34 (1H, s), 7.54-7.59 (2H, m), 7.64 (2H, d), 
7.77 (2H, d), 9.01 (1H, s). 
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2- { [3- ( {2-p<?vU-5- [4- ( h V •7****^/1') 7 * =-M - 

?-*mkS- [3- ( {2-^^yU-5- [4- ( h V 7/V^a * fvw) 7* 
— tV\ -3-7VM * h^vO -O^/U] (0. 50g) <D*?7—;V (10 

m i ) mm^, i m^mt-f- v v 7J**wm ( 1 . 2m 1 ) z^-vimx.. * 

£N, N-v/^f;V*^A7 5; K (10ml) ICffitt»U 2 -^n^Igg&zc^yix 
(0. 2 8g) *:M»c-Cftljt, 6 0tt'-WLfc o §fc8£ 

BE®* LfCo # ^ ix^m^^Sr -> U # 7A^nvh^77>f- l£i§ L (^ 
: ^m^^= 1 5 : 1£»E>9 : 1) * JdtfttfcSrftfc. 
nhhtdmtm*** 7—^ (5ml) irh7tK077y (5ml) Id^ 
1 *ft3*ciWfc^ h y ^-Mc&ifc (3ml) Sr*D^ M-0-Bfe«#Lfc o 

9*Sfi^L-C, (0. 2 4g) WatLTllfc. 

11^:78-80^; 1 H-NMR (CDC1 3 ) 6 0.96 (3H, t), 1.59-1.95 (2H, m), 2.42 (3H, 
s), 3.10 (1H, t), 3.79 (1H, d), 3.88 .(1H, d), 4.88 (2H, s), 6.80 (1H, s), 
6.85-6.98 (3H, m), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 



9(1) ~~mMM9 (4) 
^*mms~ [3- ( {2-^^-5- [4- (H;7^n^f/V) 7=. 
=-i\7\ -3-7VM * h*i/) ^OvvV] £, ^1"^ a -ADi^f/Vi: , 
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2- { [3- ( {2-**7U-5- [4- (h^/l'to^f/V) 7i= - 



cf 3 -/ \V^^o' J! ^^ s y cooh 




U CH 3 

jUj^-SSt; 1 H-NMR (CDC1 3 ) 6 1.40 (3H, d), 2.41 (3H, s), 3.31 (1H, q), 
3.80 (1H, d), 3.90 (1H, d), 4.87 (2H, s), 6. 79 (1H, s), 6.85-6.89 (1H, m), 
6.95-6.99 (2H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 



rnmms (2) 

*J-7fis*u { [3- ( {2-^^/V-5- [4- (M)7^tD^f;l/) 7x- 




7^1/77^^*; 1 H-NMR (CDC1 3 -DMSO-dg ) 8 2.36 (3H, s), 4.02 (2H, s), 
4.80 (2H, s), 6.74 (1H, s), 6.80 (1H, dd), 6.90 (1H, d), 6.95 (1H, s), 7.16 
(1H, t), 7.56 (2H, d), 7.66 (2H, d). 



1- { [3- ( {2-^^/1—5- [4- (hU 7 zc - 




g4^121-122t:; 'H-NMR (CDC1 3 ) 5 1.87-1.99 (1H, m), 2.11-2.25 (3H, m), 2.41 
(3H, s), 2.63-2.73 (2H, m), 3.78 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.83-6.86 
(1H, m), 6.92-6.96 (2H, m), 7.22 (1H, t), 7.58 (2H, d), 7.69 (2H, d). 
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HJfe0iJ9 (4) 

2- { [3- ( {2-^5^-5- [4- (hy7;vtD^f/l/) - 




gt^61-62t:; 1 H-NMR (CDC1 3 ) 5 0.83 (3H, t), 1.26-1.45 (2H, m), 1.55-1.66 
(1H, m), 1.76-1.88 (1H, in), 2.41 (3H, s), 3.18 (1H, t), 3.80 (1H, d), 3.87 
(1H, d), 4.88 (2H, s), 6.79 (1H, s). 6.87 (1H, dd), 6.97 (1H, d), 6.99 (1H, 
s), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 



mmm i o 

{2- [ (2- {2-*3 L ;l>-5- [4- (MJ7/Vtu^f/W) 7x=;l/] - 

5 mm 



o 




1- {2-^/^-5- [4- (MJ7/^n^f/V) 7x-;l/] - 3-7 V 
jV} 3if>;is (0. 48g) , 4 7%JUbfcMt (1?®) , mm (2ml) <DV 
(2 0ml) A* (9 1/i 1 ) (D^x^n-f/U (5 

ml) ^fcO^T-jJOx., -?rO££ 1 5^^Lfc 0 S^SrS^^^/WT^ 

(2-^/1^7^-4-^/1'- 1, 3-f7/-;l/-5.-^^)ft^f/K0. 
4 3 g) <72^h7t: Ko77> (2ml) ^iCl, 8 -*ST1? ^9 p [5. 
4. 0] -7-»>^ir^ (0. 3 2ml) &^&-CADit, 1 O^WLfc, 
»e>*Lfcift'&4&S\ K'#f:@«:©Tt>7k Ko77> (2 0ml) SfStC^ffl. 
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3 : : 1) , Hfc€r»fco 

»S>ixfcH#&><*y— ^ (5m 1 ) if F7tKn77> (5ml) Kljga* 
U 1 »Xfe*ciMfc^ hi; Vl±imm (2ml) fcAp*:, 0Hfc# Lfc. 5 

&t^,U=i : Ifrbmk^l-'V) , ^1^>'J:9 3effi'ftUT, g#J% (5 4m 
g) LT»fc 0 

SL&140-143'C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 6 2.31 (3H, s), 2.70 (3H, s), 3.66 
(2H, s), 4.46 (2H, s), 7.10 (1H, s), 7.64 (2H, d), 7.75 (2H, d). 

mmm 1 1 

[2- (2- {2-^^-5- [4- (hy7/Vtn^f/P) 7 ^-;V\ -3 
-yy/H 3i ^/V) -1, 3-^7-^^-5 — r ,u] g^acfvl' 

sA^CQzEt 

4- [ (3- {2 [4- (hU7/>tn^f/P) -3 

-7!J;H T'n/V^/l') 7$/] - 3 —Hr*Vf9 ^tit=.?/u (0. 4 6 g) 

©fh7t Kn77>M (10ml) iZu — y^UM (0. 6 6 g) £Aqx_, 

l) , gtfj^ (o: 4ig) zmtfiVsk LX&tio 

'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.24 (3H, s), 2.85 (2H, t), 3.20 (2H, t), 
3.79 (2H, s), 4.18 (2H, q), 6.58 (1H, s), 7.48 (1H, s), 7.57 (2H, d), 7.67 
(2H, d). 
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mmmi 1 (D -mmmi 1 o) 

HJS0iJ ll ( l ) 

4-^^-2- (2- {2-^^/1—5- [4- (MJ7/1/^-p^^) 7x 
— - 3 - -7 V M - 1 . 3 5 /W] &6&k?7U 



(»^;'H-NMR (CDC1 3 ) 6 1.26 (3H, t), 2.24 (3H, s), 2.34 (3H, s), 2.82 
(2H, t), 3.15 (2H, t), 3.69 (2H, s). 4.17 (2H, q), 6.59 (1H, s), 7.58 (2H, 
d), 7.66 (2H, d). 

mmmi 1 (2) 

[4->ry^oe/ix-2- (2- {2-^^-5- [4- (hU7/vtp^f 

/U) Z7zl~ /\/] -3-7V/U) at^vW) -1, 3-f7/^-5-^^] 



'H-NMR (CDCI3) 5 1.21-1.28 (9H, m), 2.21 (2H, s), 2.83 (2H, t), 
2.98-3.05 (1H, ra), 3.20 (2H, d), 3.70 (2H, s), 4.16 (2H, q), 6.58 (1H, s), 
7.57 (2H, d), 7.66 (2H, d). 

mmmi i o) 

[4->^/1 — 2- (3- {2-^^U-5- [4- (hy7/^D^f/l/) 7 
^=-^] - 3-7JJ/V) T'DtVi-) -1, 3 -f7/- /u- 5 -^u] ffcg?^ 
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CQEt 



t&Vtffi *. 1 H-NMR (CDC1 3 ) 8 1.27 (3H, t), 1.98-2.09 (2H, m), 2.28 (3H, s), 
2.33 (3H, s), 2.46 (2H, t), 2.94 (2H, t), 3.69 (2H, s), 4.18 (2H, q), 6.59 
(1H, s), 7.57 (2H, d), 7.67 (2H, d). 

HWJ 1 2 

[2- (2- {2-^^/1 — 5 - [4- (h^^D^f^) !7^-/U] -3 



4- [ (3- { 2 -^9VU- 5 - [4- (hU7;^D^f;>) 7x-;P] -3 
-7y/H ^d^/^/W) T^y] -3 V^^^/P (0. 4 0g) 
<DN, K*®R (5ml) iZ**i->>mtV ^ (0. 1 3m 

1) &rinx., 7 Ot:-Cl^ra«I^Lyh. fifdfi#7KSr*P^., BWfe=^ 

yu=5 : ia>e>2 : 1) -CflKRU m#W9 (0. 3 0g) fcfat^i: LT#fc 0 
'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.27 (3H, m), 2.83 (2H, t), 2.97 (2H, t), 
3.67 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 6.85 (1H, s), 7.56 (2H, d), 7.65 
(2H, d). 

3ftlfc0»ll2 (1) ~^»J12 (2) 

mmm 12(1) 
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[4-^^-2- (2- {2-^5vW-5- [4- (F!j7/Utn^f/U) 7 



tt^Hfe ; 1 H-NMR (CDC1 3 ) § 1- 25 (3H, t), 2. 10 (3H, s), 2. 27 (3H, s), 2. 79-2. 84 
(2H, m), 2.89-2.95 (2H, m), 3.60 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 7.56 
(2H, d), 7.66 (2H, d). 

mmmi 2 (2) 

[4 fV^o fcVU-2- (2- {2-pt^-5- [4- (Hl7;^n^f 

A-) 7^^/^] -3-7!i>} ^^v^) -1, /V- 5 — f/l/| g£ 



tbtfiyo ; 'H-NMR (CDC1 3 ) 5 1.20-1.27 (9H, m), 2.25 (3H, s), 2.74-2.84 (3H, 
m), 2.88-2.98 (2H, m), 3.61 (2H, s), 4.15 (2H, q), 6.51 (1H, s), 7.56 (2H, 



mmm 13 c 1 > ~~mmm 13(7) 





d), 7.65 (2H, d). 



^Jl 3 (1) 

[2- (2- { 2 - ^ ^/l — 5 - [4- (F!)7/^p/^) 7i^/U] -3 

-^y^w i^vu) -l, 3 —^7"/ — 5 — < a] mm. 
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O 



Me 



C0 2 H 



S 



iK^143-145t:; 1 H-NMR (CDC1 3 ) 5 2.22 (3H, s), 2.83 (2H, t), 3.21 (2H, t), 
3.83 (2H, s), 6.55 (1H, s), 7.52 (1H, s). 7.56 (2H, d), 7.65 (2H, d). 

mmmi 3 (2) 

[4-^fvv-2- (2- {2-^^-5- [4- (M)7;^D^f^) -7 

^ =. ; v] — 3 — 7 y fv\ ^ju) - 1 , 3 -f-r /— a — 5 — r /w] jsm 



m^il68-169X:i 1 H-NMR (CDC1,) 5 2.22 (3H, s), 2.34 (3H, s), 2.79 (2H, t), 
3.16 (2H, t), 3.72 (2H, s), 6.55 (1H, s), 7.54 (2H, d), .7.64 (2H, d). 

mmmi 3 o) 

[4 — ry7"of/W-2- (2- {2-^^/U-5- [4- (h!)7/^n^f 
7x^u] -3-7y/u} ^5vv) -1, 3-f7/- St& 



fflt^l76-177 4 C; 1 H-NMR (CDC1,) 5 1.24 (3H, s), 1.26 (3H, s), 2.20 (3H, s), 
2.81 (2H, t), 2.99 (1H, quintet), 3.16 (2H, t), 3.75 (2H, s), 6.53 (1H, 
s), 7.56 (2H, d), 7.63 (2H, d). 

mmmi 3 (4) 

[4 2 - (3- {2-^^-5- [4- (M)7;^D^f/V) 7 

jc^/l/j -3-7y/W} T'DkVu) -1, 3-f7^-5-^^] ftft 




S 




S 
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O 



Me 



s A^C0 2 H 



i§!t^;i62-163 t C; 1 H-NMR (CDC1 3 ) 6 1.96-2.07 (2H, m), 2.27 (3H, s), 2.33 (3H, 
s), 2.45 (2H, t), 2.97 (2H, t), 3.72 (2H, s), 6.58 (1H, s), 7.56 (2H, d), 
7.66 (2H, d). 

mmmi 3 (5) 

[2- (2- { 2 -fT/V- 5 - [4- (hV zrsuyj-uj^/u) 7^=.}V] -3 



^143-144*0; 'H-NMR (CDC1,) 6 2.24 (3H, s), 2.81 (2H, t), 2.99 (2H, t), 
3.71 (2H, d), 6.52 (1H, s), 6.90 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 

mmmi 3 (e) 

[4-^^/1 — 2- (2- {2-*?vU-5- [4- (F^/^o^f/i') 7 
-3-7yyV} ai^vlO -1, 3-^-^r-^y— A— gfc& 



ii»,&120-121 < C; 1 H-NMR (CDC1 S ) 6 2.09 (3H, s), 2.24 (3H, s), 2.79 (2H, t), 
2.93 (2H, t), 3.63 (2H, s), 6.51 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 

mmmi 3 (7) 

[4--T yzfn tVU-2- (2- {2-;*?vV-5- [4- (MJ7;l/tP^f 
/U) ^ ^ -3-7D/H Jc^/V) -1, 3-^-^r-^y~/U-5 --f/U] ft 
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Sfe^l26-128'C; 1 H-NMR (CDC1 3 ) 8 1.18 (3H, s), 1.21 (3H, s), 2.26 (3H, s), 
2.75-2.82 (3H, m), 2.95 (2H, t), 3.65 (2H, s), 6.47 (1H, s), 7.52 (2H, d), 
7.61 (2H, d). 

1 4 

2- { [4- (3-* h3r->-2, 2-^^/W-3-^y'7 P PkVV) 7^7 
pt^/W -5- [4- (h!)7/l/tn^f/l/) 7a:-;l/] -3-7D|§2 



2 - /f/U- 5 - [4- (h^yl'tn^f/P) 7x=;u] _3_ 7c ,^ 2 - (h 
VS^/lsi/Vsls) (2. 5g) OH^^5vH^ (5 0ml) 1:2, 2' 

-rytf^ M yy^u h-bV;is) (0. llg) , N-^d^^v-^^ 
K (1. 2 0g) SrJDx., 5H#fiSk MtftiJitLfc, ^fcfliltM* U 

rix&N, N- >M 5vMvUAT 5: K (5 0ml) {^j^^^ mk* 
(1. 40g) , 3- (4-t Kd^-^^^^yu) -2, 2-v f ^ : ?vK7* 
» fcTaJ-^BM ^vl' (1. 5 5g) frM*., MT'2^F H ^ 5 O'CX'immWiWV 

-y-^ : ^1^=2 0 : 1^10: 1) t'iflit, S^«B (2. 6 8 g) £ 

1 H-NMR (CDC1 3 ) 5 0.07 (9H, s), 1.07-1.11 (2H, m), 1.16 (6H, s), 2.79 (2H, 
s), 3.64 (3H. s), 4.34-4.40 (2H, ra), 5.39 (2H, s), 6.92 (2H, d), 7.00-7.05 
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(3H, s), 7.63 (2H, d), 7.75 (2H, d). 

2- { [4- 1 -v?,*^- 2-**y=c h^rv-) 7x/ 

*?vV} -5 - [4- (hV -7frstu y^~)V] -3-7U&2 

- (hi) * T^is V M ac^vu 



2 5- [4- (h!)7;VtD^f;i/) 7 ^ -3-7Pg|2- (h 

ftiikOfo 1 H-NMR (CDC1 3 ) 6 0.07 (9H, s), 1.05-1.14 (2H, m), 1.26 (3H, dt), 
1.54 (6H, s), 4.23 (2H, q), 4.33-4.42 (2H, in), 5.37 (2H, s), 6.81-6.95 (4H, 
m), 7.05 (1H, s), 7.64 (2H, d), 7.76 (2H, d). 

mmm 1 5 

2- { [4- (3-^K^->-2, 2-\?*3-/\s-3-**cyyu fcVW) 7i/ 
=*^>] ^fvW -5- [4- (Ml7/I/i"D>fyl/) 7x= /W] -3-7c® 



2- { [4- (3— cch^->-2, 2-^f/l'-3-^y7 P D fcVlO 7iy 
^v'] ^^-/W -5- [4- (Mi7;^n^f/v) -3-7a^f2 
- ( h !M^vW*>IJ/V) 3L^VV (2. 6 5g) Ofh7bKD77^ (5 0 
ml) lex h7-n-7W^=!>A^D7^ K (7h7k h'D77^S 
(1M) ( 5. 7ml) ^AP^L, ilt- Ufy»#L*: 0 BWfc^Tvl'-CtfJRfc, 7K, 

(^=¥"^>—K^^/W) -C»»L. (1. 7 6g) 
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HL&153-155T;; 1 H-NMR (CDC1 3 ) 8 1.17 (6H. s), 2.80 (2H, s), 3.65 (3H, s), 
5.41 (1H, s), 6.94 (2H, d), 7.05 (2H, d), 7.11 (1H, s), 7.65 (2H, d), 7.77 
(2H, d). 

mm i5(D 

2- { [4- (2-^ h=¥^- 1 , i -\?**}-jv-2-Jr*y=- h^rV) y ^/ 

t^M -5- [4- (h ]) y/U^u^^/U) -3-7d| 



H»!|14 (1) -C#fc2- { [4- (2-^h=¥v/-l, 

t^yxbdE-i/) ^/^vO p*?vW -5- [4- (f!J7;^a^f/>) 7 

®t£87-88 t C; 'H-NMR (CDC1 3 ) a 1.26 (3H, t}, 1.54 (6H, s), 4.22 (2H, q), 
5.38 (2H, s), 6.85 (2H, d), 6.92 (2H, d), 7.09 (1H, s), 7.65 (2H, d), 7.77 
(2H, d). 

MMm 1 6 

3- [4- ( {3- (t Ko^->^f;l/) -5- [4- (FJ)7/VtP^f;W 
37 ^—A-] -2-7D/W ^ 7s^U] -2, 



2- { [4- (3-^h3^>-2, 2-^^^-3-^-dry^DtVu) 7i/ 
^ ->] ^ ^vW - 5 — [4 - ( h y fvu) 7x=;U] -3-7oK(l. 

6 0 g) tf)^ h7t Kd77^M (4 0ml) (c:, >k#TT% h y =sl^-;UT% 




o 
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y (0. 5 8ml) , ^Pu^x^i, (o. 37ml) £0i(C?KTU MUX 

3o^#Lfc e -2oxztz.#im& % *mik*vm-rhv}j» (o. 3 3 g ) & 

HQ*.. ov>-C, (2 0ml) Sr^TU 2^m#Ufc 0 lft£ttEft 

77>f- : g^^5vW = 5 : 1 frb 2 : 1) "CffiHg L N B#J4& (1. 

i 6 g) *m&mt LT#fc 0 

•H-NMR (CDC1 3 ) 5 1.17 (6H, s), 2.80 (2H, s), 3.63 (3H, s), 4.60 (2H, s), 
5.08 (2H, s), 6.82 (1H, s), 6.89 (2H, d), 7.04 (2H, d), 7.62 (2H, d), 7.75 
(2H, d). 

mmm ie (d 

2— [4- ( {3- (t h'o^f/V) -5- [4- (h!)7;^n^f^) 
7x=;U] -2-71) h**/) 71/^] -2-^^/^p fc°^-^^ 



2- { [4- (2-^h*-->-l. 1 -So<?vW- 2 -^y^h 

^vO ^^/W -5- [4- ( h V -7^xi^^/V) 7i^] -3-7nS^ 

fa}WH-NMR (CDCI3 ) 6 1.27 (3H, t), 1.54 (6H, s), 4.24 (2H, q), 4.59 
(2H, d), 5.05 (2H, s), 6.81 (1H, s), 6.86 (4H, d), 7.62 (2H, d), 7.75 (2H, 
d). 

mmm 1 7 

3- [4- ( {3- (fc Ko^fyi/) -5- [4- (M)7Atn^f/i') 
7i-^] -2-7D/U} h^rvO 7x^U] -2, a-^^f^nfc'tV 
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gi£91-92°C; 1 H-NMR (CDC1 3 ) 8 1.20 (6H, s), 2.82 (2H, s), 4.56 (2H, s), 

5.05 (2H, s), 6.76 (1H, s), 6.89 (2H, d), 7.10 (2H, d), 7.59 (2H, d), 7.70 
(2H, d). 

mmm 1 8 

2, 2 -v^^-3- [4- ( {3- { [ {y^S^r^ji/Vft^-jrJM Hr*t 
-5- [4- (M)7/l/tD^f;l/) :7^-,t/) -2-7))j\s) * 




3- [4- ({3- (k h'B^f/P) -5- [4- (h!)7^n^f;V) 
(0. 4 0g) <DTi? h= h V/^mm. (5ml) (34- (i?J?-;UT* 

y) t°y ^ (o. 211 g) &j}Qx.^ ^Tt^nDfty (o. 

13 2ml) SriffiTU tK?^TT*3 0^, ^?&T*3 0#?£#bfc o g^Rzc^/ut? 

= 30:1^5:1) Tf»*lU (0. 4 0 g)-£»##l<t LTffc, 

'H-NMR (CDC1 3 ) 5 1.17 (6H, s), 2.80 (2H, s), 3.64 (3H, s), 5.13 (2H, s), 
5.52 (2H, s), 6.89-6.92 (3H, ra), 7.02-7.10 (3H, m), 7.19-7.33 (2H, m), 
7.37-7.47 (2H, m), 7.62 (2H, d), 7.76 (2H, d). 
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mmm is (d 

1-*^/V- 2 - [4- ( {3- { [ {7x.J ^3->] * 

-5 - [4- (hy^^^-npt^U) :7:c=/U] -2-7D/H h*'» 

7 ^ ynftyiif/i/ 



2- [4- ( {3- (k Ko + ->^f^) -5- [4- ( h y 7/M"u ^ 
7s=;v] -2-7!);b} * h^rf) 7 ^ y 3f *>] -2->f/^Df*yix 

W^; l H-NMR (CDC1 3 ) 8 1.26 (3H, t), 1.54 (6H, s), 4.23 (2H, q), 5.11 
(2H, s), 5.51 (2H. s), 6.87-6.91 (5H, m), 7.09 (2H, d), 7.31 (1H, d), 7.38-7.45 
(2H, m), 7.64 (2H, d), 7.77 (2H, d). 

■gMW 1 9 

2, 2 - is* f-jV— 3 - [4- ( {3-^5vP-5- [4- (h V 7/U^a 



2, 2-^^-3- [4- ( {3- { [ {7^/ A>i£1-it4 *>) ^ 
;*?vW -5- [4- (M)7;Uto^f/l') -2-^yyW * 

h^rvO /nft^f/l' (0. 4 0g) © h/H^i (5ml) 

fC2, 2' -T^fc'X ^y7fnh=hy;U) (0. G22g) , TK^b h y 
7'^-jv^ (0. 2 7ml) £#D;t> 2 ^^11^ bfc„ *§J££flgcjES*U 
SM->y*^7A^o^h^77^- (~»3MM' : ^^^/V= 3 0 : 1 
1!>*h4 : 1) -CfiflgU Stt#> (0. 1 7g) ZftiWiVnt LT#fc 0 
' H-NMR (CDCI3) 5 1.17 (6H, s), 2.11 (3H, s), 2.80 (2H, s), 3.65 (3H, s), 
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4.98 (2H, s), 6.62 (1H, s), 6.90 (2H, dj, 7.04 (2H, d), 7.59 (2H, d), 7.53 
(2H, d). 

mmm 19(1) 

2-^/V-2- [4- ( {3-^^-5- [4- (hy?;^^^) V 



2- [4- ( {3- { [ y^-^/U^^M 
^•/u} -5- [4- (hU7/Uto^f/l') 7x=/i/] -2-7U;W ^ hdf-» 

1 H-NMR (CDC1 3 ) 6 1.27 (3H, t), 1.54 (6H, s), 2. 09 (3H, s), 4.23 
(2H, q), 4.95 (2H, s), 6.62 (1H, s), 6.86 (4H, d), 7.60 (2H, d), 7.73 (2H, 
d). 

n«j2o (1) , mmm2o (2) 
mmm 20 (1) 

2, 2-i^^/l — 3- [4- ( {3-^/U-5 - [4- (M)7/^n^f 



14,6 124-126^; 1 H-NMR (CDC1 3 ) 5 1.20 (6H, s), 2.09 (3H, s), 2.84 (2H, s), 
4.97 (2H, s), 6.60 (1H, s), 6.91 (2H, d), 7.10 (2H, d), 7.58 (2H, d), 7.71 
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(2H, d). 



120 (2) 

2-^^-2- [4- ( {3-7 5vU-5- [4- (hi;7/U^n>f^) y 

rr°x CO!H 

J^JJ Me' Me 




I8M&1 16-117*0; 1 H-NMR (CDCI3) 5 1.55 (6H. s), 2.10 (3H, s), 4.97 (2H, s), 
6.61 (1H, s), 6.92 (4H, s), 7.59 (2H, d), 7.72 (2H, d). 



MM&l 2 1 - a 

2-7^—2- [4- ((E) -2 



{2-**vV-5- [4- (hy7/^ 




Me Me 

V 

O^CC^Et 



mm&i2 1 - b 

2-7^-2- [4- ( (z) -2- { 2 ^-/u- 5 - [4- (fy7/wt 

CK ^Me 




Me Me 



2->^VU— 5 — [4- (hy7/Wtn^f/V) - 3 t 

K (1 . Og) £>N, N-v?7?vMvUA7:S FBW. (20ml) tz [4- (2 
-m H3->- 1 , 1 -^7^-2-^-^yoi h=^» ^O^/V] ( h \) -7 
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/U) :7*n ^ K (2. 6 6 g) , y VJ* (0. 8 2 g) <£r2)D 

-7 hi/7 7>f- C^*^ : S»xf/i/=3 0 :1H10: 1) TfUHRU 1 
lft4£> (E«c;0. 5 3g, Zffc;0. 5 4g) *r driven, LT#/i„ 
2-^^-2- [4- ( (E) -2- {2-p<5vU-5- [4- (h!)7/Vt 
d^^/u) 7x^] -3-7D/W zc^— yv) 7 3i ^ot'iy^xf 

: jSL&99- 100*0; 1 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.61 (6H, s), 2.45 (3H, 
s), 4.24 (2H, q), 6.73 (2H, ABq), 6.82 (2H, d), 6.92 (1H, s), 7.34 (2H, 
d), 7.60 (2H, d), 7.72 (2H, d). 

2-^^/V-2- [4- ( (Z) -2- {2-^5vV-5- [4- (h!;7;^ 

/V : S4^84-85 t C ; 1 H-NMR (CDC1 3 ) 6 1.24 (3H, t), 1.61 (6H. s), 2.28 (3H, 
s), 4.22 (2H, q), 6.23 (1H, d), 6.42 (1H, s), 6.48 (1H, d), 6.78 (2H, d), 
7.20 (2H, d), 7.551 (2H, s), 7.558 (2H, s). 

nvmz 2(D, mmm2 2 (2) 

MMM 2 1 - a % mMffl 2 1 - b ■V'&ibtltc^XTsl'ft&mtem 8 UfcTjfe 

mmm2 2 (1) 

2-^^/W-2- [4- ( (E) -2- {2-^^/1^- 5- [4- ( h ]) 7 

vt^/is) -z-yyM xf^yu) 7^y=¥'>-] T'n^yK 



^ X0 2 H 

ife^l40-141°C; 1 H-NMR (CDC1 3 ) 6 1.63 (6H, s), 2.45 (3H, s), 6.77 (2H, ABq), 
6.92 (1H, s), 6.93 (2H, d), 7.39 (2H, d), 7.60 (2H, d), 7.72 (2H, d). 




WO 2004/022551 



PCT/JP2003/011308 



299 



2 (2) 

2-^^-2- [4- ( (Z) -2- {2*-**Vl'-5- [4- (MJ7/Ut 
P^fvW) 7x-^] -3-7i>/W ^-y-=-)V) 7x/^fi/] 7"dW^ 



Sfe^ll7-118t:; 1 H-NMR (CDC1 3 ) 5 1.61 (6H, s), 2.28 (3H, s), 6.27 (1H, d), 
6.41 (1H, s), 6.49 (1H. .d), 7.87 (2H, d), 7.25 (2H. d). 7.55 (4H, s). 

mtm 2 3 

2-^^-2- [4- (2- {2-p<5vV-5- [4- ( h V Z7jU^u * ^vV) 



2-^^-2- [4- ( (E) -2- { 5 - [4- (HJ7/l/t 
D^f/l') 7x-/W] -3-79/1'} jh^^.^) ^^/drv'] /pft^if 
/V (0. 3 4g) (D VJV^I/-^* S— (4ml -lml) Id^nn 

h])X (bV » ui/VJ* (I) (0. 69mg) ^Px. % 6 

o-7h^77-f- (^*t> : ft®x^/W= 2 0 : l^f>5 : 1) f»lU S 

^ (0. i8 g ) *m&ki,xmz 0 

it^-lOO'C ; 'H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.58 (6H, s), 2.09 (3H, s), 
2.62 (2H, t), 2.77 (2H, t), 4.23 (2H, q), 6.51 (1H, s), 6.77 (2H, d), 7.00 
(2H, d), 7.57 (2H, d), 7.66 (2H, d). 




Me 



C0 2 H 



F 3 C 



Jl Me Me 




2 4 

2 fvU- 2 - [4- (2- {2-^^-5- [4- (F!)7;^D^f;V) 
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Me Me 

V 

X>^C0 2 H 



2-^^-2- [4- (2- {2->*7U-5- [4- (M)7^tn^f/U) 
7^— vU] -3 -7 DM 7iy^->] :/a tr^-vgft3i^U36it>, HJS 

BMS87-88TC; 1 H-NMR (CDC1 3 ) 8 1.51 (6H, s), 2.09 (3H, s), 2.60 (2H, t), 
2.76 (2H, t), 6.50 (1H, s), 6.84 (2H, d), 7.02 (2H, d), 7.55 (2H, d), 7.62 
(2H, d). 

mfom 2 5 

2-^^U-2- {4- [ ( — 5- [4- ( h V * ^/U) 



{ 5 - [4- (M)7/i/ta^f;v) 7 ^ — /U] -3-7U/W * 

f/—/^ (0. 35g) , (4- (1- (;n hdf->#,M?=/w) 
3ih^-» 7^=/^) 5?^/U7-f K (1. 3g) *rh7tKn77^ (20m 
1) te**>U" hy7*^*^7^> (1ml) SrJSWx., Mt?-»a»Lfco 

^*-0->O , ^H^/^7A^n-7h^77^- (ftgfeui^yu : ^dr-^>) T? 
*WB!U (0. 4 9g) £#fc 0 — ;V (10 0ml) K:$gM»U 1 

vj*imm domi) stAdxl, at-e-wwufc. »«s^ 

®t£ll2-113 *C; 1 H-NMR (CDClj) 5 1.60 (6H, s), 2.07 (3H, s), 3.80 (2H, 
s), 6.64 (1H, s), 6.85 (2H, d), 7.28 (2H, d), 7.58 (2H, d), 7.67 (2H, d). 



CF. 



s 
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nmm 2 6 

2- {4- [ (3- {2-^^-5- [4- (hy7^o>f 



###Jll (1) "bixfc 3 - {2-^^/W-5- [4- (M)7y^o^f 
/b) 7x-/v] -3-7U/H 7n^^- 1 — /i^J; 9 % Ulife^J 2 5 {c^-T*- 

; 'H-NMR (CDC1 3 ) 5 1.59 (6H, s), 1.82-1.90 (2H, m), 2.29 (3H, s). 
2.50 (2H, t), 2.87 (2H, t), 6.53 (1H, s), 6.86 (2H, d), 7.27 (2H, d), 7.57 
(2H, d), 7.66 (2H, d). 

mmm 2 7 

2-^/1—2- ( {4 - [ ( {2-^^-5- [4- ( hi) yr^ut^-jV) 
-7 x. -3-yij/u} 75/] 'OvvW 7oft^ 



{2-^^/V-5- [4- (>!J7;l/tu/^) 7x^] - 3-7U/U) / 

(o. 7 g ) zm&^/i' (7ml) fc«M»U 7*Ci$T, (0. 
7 3ml) «r>0D;i, IIST' 1 . 5 mmtft Lfc„ j^zRf?f-?- h U ? ATk^fK 

BHk^^-cttm Lfco W$Uf$:7k, A&7jc-m#m> maty 
Vm/ks JffiK«:e*Lfc. a^SrDMF (5ml) fc*ifl»U 2- [ (4-75 
y*<>$?A0 ^] -2-y^y^a KHr^Jk*** (0. 5 g) , «»tK*"7- 
(0. 5g) SrADxi, 6 0<C, 2»|W; 0 h ^ * A* 

mmmm -.mwt^^/^D-^) -cmm. m&®> (o. 4 g ) £#/c„ 



CR 





Me 



Me 
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J —f\> (50ml) L, 1 NT^mt-T hVV J*7kmm ( 5 m 1 ) Sr»P^i, 

*u«u*a«r#fc. wm^f-A, — .^>d»e>?M**i^ (o. 3 3 g ) 

^139-141 ^1 1 H-NMR (CDC1 3 ) 5 1.58 (6H, s), 2.37 (3H, s), 3.82 (2H, 
s), 4.06 (2H, s), 6.60 (2H, d), 6.71 (1H, s), 7.16 (2H, d), 7.58 (2H, d),7.68 
(2H, d). 



&*>\ MT<Dfa*te&^x&&j&&sxft-<Di&ft (mum) f*> 0*11^ 0 
1. i3-7-t>\>m 

(1) 2- [ (3- { [5- (4-7/^07i^) -2-^^-3-7y^] h 
dfi/} ^*J;V) T*] lOmg 

(2) 7^ h— * 9 Omg 
'(3) DWSfi-t/Ua— X 7 Omg 
(4) ^f7y^^>>!>A lOmg 



(1) , (2) £ (3) *i«fct5 (4) o 1 / 2 SrSfp ISte^S. dix 
l^ 1 )© (4) ^D^T^^^7^^^ir/H-itA-r5o 
2. ^iryi^J 

(1) 3- [2-^^-4- ( {2-^?vW-5- [4- (hy7^n/f/W) y a. 



1 ;&^-ir/u 



1 8 Om g 



— JV\ -3-7!J/l'} p< Zfut'j-^m 



1 Om g 



(2) 7^ h— * 



9 Om g 



(3) flffiNl-fc/Uu-;* 



7 Omg 
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(4) ^77U^^V^ lOmg 

1 jo^f-tefr 1 8 Omg 

(i) , (2) t o) io±v (4) <E>i/2£jg?nufc&, mmt-tz. Ztl 

3. m?\ 

(1) 2- [ (3- { [5- (4-7/^b7x^;U) -2->fyk-3-7!);l'] ^ h 
'OvW ^^"] ^-^f/vyD^lg 1 Omg 

(2) 7^ h— ^ 3 5mg 

(3) =* — ^^#—=?- 15 Omg 

(4) ^ B e B -feyH3-^ . 3 Omg 

(5) X7Ty>Wtr?4fjF>i"pJ* 5mg 

1 ^ 2 3 Omg 

(1) , (2) , (3) , (4) 02/3*5J:0! (5) ©1/2^1 ffl& 

4. eat 

(1) 3- [2-^f;i-4- ( (2-^f/V-5- [4- (h!)7^n^f^) 7a 
— /U] -3-7 y/U} ^ h*~» -7^=->V\ /oftyi 1 Omg 

(2) 7^ h— ^ 3 5mg 

(3) =» — >-^^— ^ 150mg 

(4) Sfc*MI1r/H3— * 3 Omg 

(5) 777!)^^^ 5mg 

1 j£ 2 3 Omg 

(1) , (2) , (3) , (4) e>2/33o<fctf (5) <D 1 / 2 £ig?Q^ 

te-r<5 0 mv<D (4) *5«tt/ (5) ^r(7>^{^p^-c^j^pjE^-rSo 

5. mtm 

(1) 2- [ (3- { [5- (4-7;^D7i^) -2-/^3-7^] /■ h 
'O'vvP) ^^-] -2-^^VT'p t°^"^ lOmg 

(2) ^y->yh 1 0 Omg 

(3) 20mg 
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1 T^zf)V 1 3 Om g 

(i) , (2) , (3) ^121111(^^91^ &Mmm&7k\zm>u r 

(1) 3- 12-^^-/^-4- ( {2-j*^vW5- [4- (H)7;l/^n^f/l/) 7^ 
-/U] -3-7 V/U) J h*ly) 7x^] 7°Pt°^>^ 1 Omg 

(2) 'f/v^y h 10 Omg 

(3) ^y-^7/l'3'-/l' 2 Omg 

17>^ 1 3 Omg 

(i), (2), o) ^t2mi iztzzxoiz, mmmmm^m^ s r 
*mw<Dik<tm ( i > &£x?*<Dmm^mzftm ztinzmx. ppari^ 

UfPPARJcBBiS-r-S^iS (fcirxf^ iHfftR«tS*JJ:^©«B8g, «^ 
(I) 8c, w<*-=a vxTa— ;V_k#£!k bVi?})±}) KiS 

k'tLxh^mx-hZo ^btc, &smo>i\&m (i) teGPR4og^fl«g 
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1. 5£ (I) 




SM/tL, pfiO, l£fcf2 2£^U P jiS2-efcS^. #Rtep]— *fcfi 

temm^tttemnw^icTFL. x 2 ^^^ytfi-s <o> ri- 

dCC, nttO, l^/cfi2^^-T).^U. Ytt*t#3s - S (O) 

m- x -C (=0) — N (R 3 ) -£fcte-N (R 3 ) -C (=0) - (R 3 fi, 

SSr^U mfi, 0, i*fc'tt2Sr^i-) Sr^U M 1 % M 2 *5«fct*M 3 ti, -t 

*>J:i>2fa<DJ©lfcJ^<l^*S&^U M 4 »«lfc£ftTV*Tt> J:v*20B©JBJte 
J&BWbfcSSSSr^i-. ({IL, (1) YasBfcfcDiC^fctt-S (O) m-T-feS 
B#, M 1 tt*fi^"T»ttfc<, (2) Y*SJ|*^T?*>»), ^OM 1 *3<fcU«M 2 (O^ 
t> M 1 *5«fcU<M 2 Wm*«^*-Cti> 

(3) 3- [3- [ [ (2-^^-5-71^-3-77=^) *> 
T^7] -7^~;V] -2-7°d-<>'^ 4- [ [ (2-,*7VW-5- 
-Pzc—As- 3-77^) T^y] '^-tfi'BfcBfc, 5 - [ [4 - [ (1 

Z) -2-*/^->-2-^nnxf^] ^O-^/l^] 7^7] -3-7:jl 
=/V-2-f ^x^/UaKi^H, 3- [3- [ [ (2-^^/1 — 5 
-3-77^/V) */VaK=/U] 7?7] 7 1 — /U] -2— T'P'OIfclSjltM- 
[ [ (2-^^-5-71=^-3-77^) #/Mf=/K) 7 5/ ] 
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3. p*Sl"C«>SW3M(112«0{k'fi*. 

5. R 2 tmm&tix^^xi) ^=>^-Cfc6ft*3SlIB«©>fb^o 
9. ^ 



io. x 1 ^«*jw^*«»*«iia«©jb'fr«ij. 

1 3. YriS-c ( = 0) -N (R 3 ) - (R 3 teTkmfc*. m^tlX^XhX 

14. r 3 &*mm*s mm^tix^^xhx^r^/K w&ztiT^xhz^ 

T P — /W7»*)S8»*3B 1 3 8B#©{k£-4&o 

15. M 1 ^m^3]^±(DT^U^Xh^m^l^(Dit^ 0 
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16. M 1 , M 2 tK Zti?tm*Li,X* m-^tcnm^X^X^ 
£<> fcfrg^ T^^rUy, 7 7i"5r^U- 7 7U3f~W>"efc9 , M 4 #7 
A-=*r l^>\ 7<M^r~ I^>^fc«7/u^r= I^VT'feSft^ 1 iE^tf) 

17. x 2 *$S««R«fct±-s (o) n- nfiO. l£fcli2£^ 
T) Xh<9. M 3 ^e^$i^TV^Tt>J:v^2iffi^g|»^^b7K^S-C*^i)6fi*^ 

1 8 . 5£ ( I ) # 
19.S(I')# 

r2 -<X W T r «••) 

X R 

(«:«t»olB-»ttl»*3«i*5J:t^9 tiPi««5Sr*i-) -c&safcfcsii sEtto-fk^ 

2 0. X 1 jW**J!W-T?*>!K X 2 jW**JR?-Sfcf*-S (O) n- 

nfiCK l*fctt2*ra%i") T*fe«9. Y3ftS»*fflC-7--ei!> 9 , M 1 j&S«»£ixTVN 

21. M 1 $5±t*M 3 ^tL^tUittLT, EI— ^fcWi-?T^tt«t<, 
tt&£nr^TtJ;v^^i^T*£>5iit;fcig2 0!E$t<z>fc-£^, 

2 2. X 1 *S«teW!(^-C*>0, X 2 £Sjj£^-C<fe«9, YA5^J1^-C*>«9, M 1 

m 4 ^g^^ixrv^rtiiv^^^^T-fc^fS^i 9 nmmk&Qs. 

2 3. ^A^gm$i^TV^T^ct^^^t±^ : #^^i^T♦*>Sli*rgl 815^0 
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*f/-^-e*9 > x 1 *siteftR-?--e*> •? v x 2 aMS^-Cifc *k y^^ 

-f-gfcfi-S (O) n- (C^T\ nliO > 1 £fcf2 2 ) T-fct>> M 1 # 

2 6 . 5£ ( I ' ) # 




Tk^v^T^-^grefc^ X 1 tfmmW^X&K) , X 2 

W^-C&O, Y^^^/ Cli _c (= 0 ) -N (R 3 ) - ( - R 3 fi 

2 tm-s-rz) x*h o , m 1 ^ m 2 *3«tt/M 3 # x ^^-emft^LT, m-^tc 

2 8. R^g^^tLTVNTt i^T/U^/K T — /I'^fcliv'^ DT^^ffc 
pd$0*fcttl-C*>9s R 1 R 2 ^gm^tbTVNT^ct 

^7i=/K'fe9, *A^fiJft*tLTV^-Ct>«tV^>-tf>at*fctt:flHft$Krv^ 
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(o) n - c-f> niio. i*^fi2§r^-r) -c-#> u % y &mtmk-*itt& 

-C (=0) — N (R 3 ) - (ZZX\ R 3 CfcJcfcJKFK T/\s*t\>%-k.\*T7>\> 
*/Htra%U, aaMK^ttM 1 3[*JB(-¥-f4M 2 t^t5) T?*>9, M 1 % M 
2 *5j:tfM 8 ^n^tUfi^UT, |i3-£rt:ttJI#oT^Tt><fc< % 

2 9 . 1 mWL<0\t&mor7v K7 y 

3 0. W^lE^Ofc^^fcfci^OT'a K7 y ^3r£*T LT^5EISIo 

3 1 . fgjfcgi 1 EfW^fr&fl&Sfctt-to^o y ^Sr-a^LT^-S^rtS:^ 
PPAR$ljm 

3 2. fl*«llEf^b^5*fcl«<?)/P K?ym#tT45*rt5»* 
P P ARtcgiJg-t-S^oW^fcfif^^Jo 

3 3.1£p^£#P P ARtcgiig-rs-^.S^gKniit^^'b L< tt^oOJMg, 

2 Efi©^ R» * fc ttf&«*J. 

3 4. i^^y7K^>^^-z 1 ^7 i B-/vjb#^j % hy rv-tv KiST&K <£ 

3 5. BI*q[lE««Xfc***fctt-t©7 p e» K77mttt^GPR4 0 
3 6. <4 y >^W«53W, lfiL*ig:T^J*/c«^ j8 ftftfibgHj|-C*><5f* 3 

37. mmMs mmmmm. t-^k— «r^^nm. it 

mmmt. fo*mm&* tiwb**, e«^5»*.-k», <sifi*fs. Kitn. 
^^yy-T, ^Stt*fcf4^TO^fcfif&^jT'*>5f»^3 

5iE*c<0#J 0 
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■r^^t^mmt-t pparc mm-r s ^lofiss^ tz tit^m^m. 

-r&zt zomt-rz g p r 4 o &®vm$&v>fmiimo 

4 3 . mizm i iBijo-fk^^fctt-to^n K7 2/ ?<o^wttvmMm\z.WL** 

mwm. itm'p&. wifsm.it. hwis^a, new, is 

4 5. ^S^PPAR*J^J^^i-Sfc^lf*rgi|Emw{t:^Sfc« 
4 6 . ttrt£#fltp P ARfciSig-r-5^oW^^{if&^JSr|S!it-r5fe«)W 

4 8. i^g^y /K* i^^-td— /v±#^ij x h y ^ y y KteTftL <6 
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49. g p r 4 o 3tm#mtmwM*m&tz tztxDm&m i mMmt^-t tz 

5 0. V* U ^SMWfflSSiJ, jfOlter»J4ytttl»^»J^^*§liaH-Sfc«> 

5 1. fi»»l> ^rh-VX, T^K-i KRJMttt&Mtt* Iff 

R#5ttWEE» ttm#5t£MIB&£. iCJIBjkM. ttflgaEIW, Hflft£, ft)* 
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SEQUENCE LISTING 
<110> Takeda Chemical Industries, Ltd. 
<120> Furan or Thiophene Derivatives and Their Use 
<130> 3092WO0P 
<150> JP 2002-261873 
<151> 2002-09-06 
<150> JP 2003-185241 
<151> 2003-06-27 
<160> 12 
<210> 1 
<211> 34 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PARD-U 
<400> 1 

aacggtacct cagccatgga gcagcctcag gagg 34 
<210> 2 
<211> 34 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PARD-L 
<400> 2 

taagtcgacc cgttagtaca tgtccttgta gate 34 
<210> 3 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
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<220> 

<223> A nucleotide sequence of primer XRA-U 
<400> 3 

ttagaattcg acatggacac caaacatttc ctg 33 
<210> 4 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer XRA-L 
<400> 4 

cccctcgagc taagtcattt ggtgcggcgc etc 33 
<210> 5 
<211> 36 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PPRE-U 
<400> 5 

tcgacagggg accaggacaa aggtcaegtt egggag 36 
<210> 6 
<211> 36 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PPRE-L 
<400> 6 

tcgactcccg aacgtgacct ttgtcctggt cccctg 36 
<210> 7 
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<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer TK-U 
<400> 7 

cccagatctc cccagcgtct tgtcattg 28 
<210> 8 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer TK~L 
<400> 8 

tcaccatggt caagctttta agcgggtc 28 
<210> 9 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAG-U 
<400> 9 

gtgggtaccg aaatgaccat ggttgacaca gag 33 
<210> 10 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAG-L 
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<400> 10 

ggggtcgacc aggactctct gctagtacaa gtc 33 
<210> 11 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAA-U 
<400> 11 

aaaggatccc gcgatggtgg acacagaaag ccc 33 
<210> 12 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAA-L 
<400> 12 

cccgtcgact cagtacatgt ccctgtagat etc 33 
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